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IN THE CLAIMS: 

^lease amend claims 1 and 19 without prejudice, as follows: 
1. (Currently Amended) A method for preparing a compound of formula 1 



O 

r2 ° N— (CR 13 R 14 ) k CR 4 =CR 
O^R 19 




(R)m 
1 

acceptable salts, and solvates thereof, wherein: 
k is an integer from 1 to 3; 
m is an integer from 0 to 3; 
p is an integer from 0 to 4; 

R 1 , R 2 . R 4 , and R 5 are each independently selected from H and d-d alkyl; 

R 3 is -(CR 1 R 2 )t(4 to 10 membered heterocyclic), wherein t is an integer from 0 to 5, said 
heterocyclic group is optionally fused to a benzene ring or a C 5 -C 8 cycloalkyl group, the 
-(CR 1 R 2 )r moiety of the foregoing R 3 group optionally includes a carbon-carbon double or triple 
bond when t is an integer between 2 and 5, and the foregoing R 3 group, including any optional 
fused ring referred to above, is optionally substituted by 1 to 5 R 10 groups; 

each R 6 is independently selected from halo, hydroxy, -NR 1 R 2 , d-d alkyl, 
trifluoromethyl, d-C 6 alkoxy, trifluoromethoxy, -NR 7 C(0)R 1 , -C(0)NR 7 R 9 , -S0 2 NR 7 R 9 , 
-NR 7 C(0)NR 9 R 1 , and -NR 7 C(0)OR 9 ; 

each R 7 , R 8 and R 9 is independently selected from H, d-C 6 alkyl, -(CR 1 R 2 MC 6 -do aryl), 
and -(CR 1 R 2 ),(4 to 10 membered heterocyclic), wherein t is an integer from 0 to 5, 1 or 2 ring 
carbon atoms of the heterocyclic group are optionally substituted with an oxo (=0) moiety, the 
alkyl, aryl and heterocyclic moieties of the foregoing R 7 , R 8 and R 9 groups are optionally 
substituted with 1 to 3 substituents independently selected from halo, cyano, nitro, -NR^ 2 , 
trifluoromethyl, trifluoromethoxy, d-d alkyl, d-C 8 alkenyl, Cz-d alkynyl, hydroxy, and d-d 
alkoxy; 

or each R 7 and R 9 , or R 8 and R 9 , when attached to the same a nitrogen atom, can be 
taken together to form a 4 to 10 membered heterocyclic ring which may include 1 to 3 additional 
hetero moieties, in addition to the nitrogen to which said R 7 , R 8 , and R 9 are attached, selected 
from N, N(R 1 ), O, and S, provided two O atoms, two S atoms or an O and S atom are not 
attached directly to each other; 

each R 10 is independently selected from oxo (=0), halo, cyano, nitro, trifluoromethoxy, 
trifluoromethyl, azido, hydroxy, d-d alkoxy, d-do alkyl, d-d alkenyl, C 2 -d alkynyl, -C(0)R 7 , 



-C(0)OR 7 , -OC(0)R 7 , -NR 7 C(0)R 9 . -NR 7 S0 2 NR 9 R\ -NR 7 C(0)NR 1 R 9 , -NR 7 C(O)OR 0 , 
-C(0)NR 7 R 9 , -NR 7 R 9 , -NR 7 OR 9 , -S0 2 NR 7 R 9 . -S(0)j(C r C 6 alkyl) wherein j is an integer from 0 to 
2, -(CR'R^CCe-do aryl), -(CR 1 R 2 )t(4 to 10 membered heterocyclic), -(CR'RV^OXCR^MCe- 
do aryl), -(CR 1 R 2 ) q C(0)(CR 1 R 2 )t(4 to 10 membered heterocyclic), -(CR 1 R 2 )tO(CR 1 R 2 ) q (C 6 -do 
aryl), -(CR 1 R 2 XO(CR 1 R 2 ) q (4 to 10 membered heterocyclic), KCR'R^OyCR'R^GrCio aryl), 
and -(CR 1 R 2 ) q S(0)j(CR 1 R 2 )t(4 to 10 membered heterocyclic), wherein j is and tfrtergef Hnteqer 
from 0 to 2, q and t are each independently an integer from 0 to 5, 1 or 2 ring carbon atoms of 
the heterocyclic moieties of the foregoing R 10 groups are optionally substituted with an oxo (=0) 
moiety, and the alkyl, alkenyl, alkynyl, aryl and heterocyclic moieties of the foregoing R 10 groups 
are optionally substituted with 1 to 3 substituents independently selected from halo, cyano, nitro, 
trifluoromethyl, trifluoromethoxy, azido, -OR 7 , -C(0)R 7 , -C(0)OR 7 , -OC(0)R 7 , -NR 7 C(0)R 9 , 
-C(0)NR 7 R 9 , -NR 7 R 9 , -NR 7 OR 9 , d-C 6 alkyl, C^C 6 alkenyl. O^C 6 alkynyl, -(CR'R^Ce-do aryl), 
and -(CR 1 R 2 X(4 to 10 membered heterocyclic), wherein t is an integer from 0 to 5; 

each R 11 is independently selected from halo, cyano, nitro, trifluoromethoxy, 
trifluoromethyl, azido, hydroxy, d-d alkoxy, d-C 10 alkyl, C 2 -C 6 alkenyl, C^C* alkynyl, -C(0)R 7 , 
-C(0)OR 7 , -OC(0)R 7 . -NR 7 C(0)R 9 , -NR 7 S0 2 NR 9 R 1 , -NR 7 C(0)NR 1 R 9 , -NR 7 C(0)OR 9 . 
-C(0)NR 7 R 9 , -NR 7 R 9 , -NR 7 OR 9 , -S0 2 NR 7 R 9 , -S(0)j(d-C 6 alkyl) wherein j is an integer from 0 to 
2, -(CR 1 R 2 X(C 6 -do aryl), -(CR 1 R 2 ),(4 to 10 membered heterocyclic), -(CR'R^CfOXCR'R^d- 
do aryl), -(CR 1 R 2 ) q C(0)(CR 1 R 2 M4 to 10 membered heterocyclic), -(CR'R^OfCR'R^Ce-do 
aryl), -(CR 1 R 2 XO(CR 1 R 2 ) q (4 to 10 membered heterocyclic), -(CR'R^Sp^CR^^Ce-do aryl), 
and -(CRVjqSfO^CR^ 2 )^ to 10 membered heterocyclic), wherein j is an integer from 0 to 2, 
q and t are each independently an integer from 0 to 5, 1 or 2 ring carbon atoms of the 
heterocyclic moieties of the foregoing R 10 groups are optionally substituted with an oxo (=0) 
moiety, and the alkyl, alkenyl, alkynyl, aryl and heterocyclic moieties of the foregoing R 10 groups 
are optionally substituted with 1 to 3 substituents independently selected from halo, cyano, nitro, 
trifluoromethyl, trifluoromethoxy, azido, -OR 7 , -C(0)R 7 , -C(0)OR 7 , -OC(0)R 7 , -NR 7 C(0)R 9 . 
-C(0)NR 7 R 9 . -NR 7 R 9 , -NR 7 OR 9 , d-C 6 alkyl, C^d alkenyl, C^d alkynyl, -(CR 1 R 2 X(C 6 -d 0 aryl). 
and -(CR 1 R 2 )t(4 to 10 membered heterocyclic), wherein t is an integer from 0 to 5; 

each R 13 and R 14 are independently selected from H, d-C 8 alkyl, and -CH 2 OH; 
R 19 and R 20 are independently selected from the group consisting of -(CR 15 R 16 ),OR 17 
and OR 18 wherein each R 15 and R 18 is independently selected from H, d-d alkyl, and -CH 2 OH, 
I is an integer from 1 to 3, R 17 is d-C 6 alkyl, R 18 independently is d-C 6 alkyl, provided both R 19 
and R 20 are not simultaneously -(CR 15 R 16 ),OR 17 ; 

wherein each carbon not bound to a N or O atom, or to S(0) Jt wherein j is an integer 
from 0 to 2, is optionally substituted with R 12 , wherein R 12 is R 7 , -OR 7 , -OC(0)R 7 . -OC(0)NR 7 R 9 , 
-OC0 2 R 7 , -S(0)jR 7 , -S(0)jNR 7 R 9 , -NR 7 R 9 , -NR 7 C(0)R 9 . -NR 7 S0 2 R 9 , -NR 7 C(0)NR 8 R 9 , 
-NR 7 S0 2 NR 8 R 9 f -NR 7 C0 2 R 9 , CN, -C(0)R 7 , or halo, wherein j is an integer from 0 to 2; and 
wherein any of the above-mentioned substituents comprising a CH 3 (methyl), CH 2 (methylene), 
or CH (methine) group, which is not attached to a halogen, SO or S0 2 group or to a N, O or S 



atom, is optionally substituted with a group selected from hydroxy, halo, C r C 4 alkyl, C^C 4 alkoxy 
and -NR 1 R 2 ; which comprises reacting a compound of formula 2 



OFT 




wherein X is a halide and R 1 , R 3 , R 6 , R 11 , m and p are as defined for formula 1 above, 



with a compound of formula 3 



,1 

R N— (CR 13 R 14 ) k CR 4 =CHR 5 
O^R 19 



wherein R 4 , R 5 , R 13 , R 14 , R 19 , R 20 , and k are as defined for formula 1 above, in the 
presence of a catalyst, a base, and an optional ligand. 

^2T(Wtthdrawn) a method -fop-pre paring o compound of f o rmula 1 




pharmaceutical^ acceptable salts, solvates and prodrugs thereof, wherein: 
m is an integer from 0 to 3; 
p is an integer from 0 to 4; 

each R 1 , R 2 , R 4 , and R 5 is independently selected frbm H and C,-C& alkyl; 
R 3 is -(CR 1 R 2 )t(4 to 10 membered heterocyclic), whereuVi is an integer from 0 to 5, said 
heterocyclic group is optionally fused to a benzene ring or a Os-C 8 cycloalkyl group, the 
-(CR 1 R 2 )r moiety of the foregoing R 3 group optionally includes a carboh-carbon double or triple 



is prepared by reacting a compound of formula 

Y 

X. 




2A 



wherein Y is a halide and ^R 6 and m are as defined for formula 1, with a compound of 
formula E 




wtiereip'R 1 , R 3 , R 11 t and p are as defined for formula 1 



/24.\original) The method according to claim 1, further comprising converting the 
compourWof formula 1 in one or more steps to produce a compound of formula 5 



^(CR 15 R 16 ).OR 17 



T 



NH(CR 13 R 14 ) k CR 4 =CR 




wherein R 1 . R 3 . R 4 , R 5 , R 6 , R 11 , R 13 , R 14 , R 15 , R 16 , R 17 , k, I, m, and p are defined for 
formuiaJUn claim 1. 

Y 25^-briginal) The method according to claim 24, wherein the compound of formula 5 
is selected from the group consisting of : 

E-2-Methoxy-N-(3-{4-[3-methyM^^ 
yl}-allyl)-acetamide; 

E-N-(3-{443-Chloro^-(6-methyl-pyridin-3-yloxy)-phenylamino]-quina2olin-6-yl}-allyl)-2- 
methoxy-acetamide; 

E-N-(3-{4-[3-Chforc>^-(6-m^ 
acetamide; 

E-2-Ethoxy-N-(3-{4-[3-methyM-(6-methy^^ 
allyl)-acetamide; 



-10- 



E-N-(3-{4-[3-Methyl-4-(6-meth^ 
methanesulfonamide; 

and the pharmaceutical^ acceptable salts, prodrugs and solvates of the foregoing 
compourxis^ 



/ 26. (Original) The method of claim 24 wherein converting the compound of formula 1 
to the c&rfipound of formula 5 comprises the steps of : 

(a) reacting the compound of formula 1 with an acid to form a compound of formula 
4 or a salt thereof 



4 

and (b) reacting the compound of formula 4 or its salt with CIC(0)(CR 15 R 16 ),OR 17 or a 
reactive equivalent thereof in the presence of a base to form the compound of formula 5. 

27. (Original) The method according to claim 26, wherein in step (b), the reactive 
equivalent of CIC(0)(CR 1S R 16 )|0R 17 is an acid imidazole represented by the formula 

O 



or an acid anhydride represented by the formula [R 17 0(CR 15 R 16 ),C(0)]20. 

28. (Original) The method according to claim 26, wherein in step (b), the base is at 
least one compound selected from the group consisting of an aqueous hydroxide of an alkali or 
alkaline earth metal, a carbonate, phosphate or hydrogen phosphate of an alkaline earth metal, 
an tertiary amine and DABCO. 

29. (Original) The method according to claim 26, wherein step (b) comprises reacting 
the compound of formula 1 with an acid in one step to produce the compound of formula 5. 

30. (Withdrawn) A methO'difec^Mgearing a compound represented by the formula 3a 
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* ESTIMATES MAY NOT REFLECT THE ACTUAL COSTS. * 

* FOR PRICE INFORMATION SEE HELP COST * 



*******************************^^^^^^^^ + ^ ++ ^^^ +++ ^^^^^^^ +it ^ + ^ + ^^^^ + ^^ 
NEW 

* PATENT NUMBERS (PN) AND BABS ACCESSION NUMBERS (BABSAN) CAN NOW BE 
SEARCHED , SELECTED AND TRANSFERRED. 

* NEW DISPLAY FORMATS ALLREF , ALLP AND BABSAN SHOW ALL REFERENCES, 
ALL PATENT REFERENCES, OR ALL BABS ACCESSION NUMBERS FOR A 
COMPOUND AT A GLANCE. 

=> d stat que L41 
L3 STR 
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15 

,C 



14 



13 



16 



12 



11 



04 



03 



9 5 c 



C D C C 

01 10 



018 

Page 1-A 
C 



19 




21 

'^^v^AAA/ N 

20 




22 

24 



C-^ww o 25 
23 



Page 2-A 

VPA 18-1/2/3/4/9 U 
NODE ATTRIBUTES: 

NSPEC IS R AT 1 

NSPEC IS R AT 2 

NSPEC IS R AT 3 

NSPEC IS R AT 4 

NSPEC IS R AT 5 

NSPEC IS R AT 6 

NSPEC IS R AT 7 

NSPEC IS R AT 8 

NSPEC IS R AT 9 
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NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 
NSPEC 



IS R 

IS C 

IS R 

IS R 

IS R 

IS R 

IS R 

IS R 

IS C 

IS C 

IS c 

IS RC 

IS RC 

IS RC 

IS C 

IS C 



AT 10 

AT 11 

AT 12 

AT 13 

AT 14 

AT 15 

AT 16 

AT 17 

AT 18 

AT 19 

AT 20 

AT 21 

AT 22 

AT 23 

AT 24 

AT 25 



DEFAULT MLEVEL IS ATOM 

MLEVEL IS CLASS AT 11 18 19 20 21 22 23 24 25 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC 1 

NUMBER OF NODES IS 25 
STEREO ATTRIBUTES : NONE 

100.0% PROCESSED 1361 ITERATIONS 0 ANSWERS 

SEARCH TIME: 00.00.11 
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=> file casreact 

FILE 1 CASREACT ' ENTERED AT 15:29:37 ON 20 JAN 2006 
USE IS SUBJECT TO THE TERMS OF YOUR CUSTOMER AGREEMENT 
COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 

Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

FILE CONTENT: 1840 - 15 Jan 2006 VOL 144 ISS 3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

* * 

* CASREACT now has more than 10 million reactions * 

* * 
************************************ 

Some CASREACT records are derived from the ZIC/VINITI database (1974-1991) 
provided by InfoChem, INPI data prior to 1986, and Biotransformations 
database compiled under the direction of Professor Dr. Klaus Kieslich. 

This file contains CAS Registry Numbers for easy and accurate substance 
identification . 

=> d stat que L19 
Lll STR 



15 

,C. 



14 



C 





17 



018 



Page 1-A 
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REP G20={l-6) 19-20 19-18 
VPA 18-1/2/3/4/9 U 
NODE ATTRIBUTES: 



NSPEC 


IS 


R 




AT 


1 


NSPEC 


IS 


R 




AT 


2 


NSPEC 


IS 


R 




AT 


3 


NSPEC 


IS 


R 




AT 


4 


NSPEC 


IS 


R 




AT 


5 


NSPEC 


IS 


R 




AT 


6 


NSPEC 


IS 


R 




AT 


7 


NSPEC 


IS 


R 




AT 


8 


NSPEC 


IS 


R 




AT 


9 


NSPEC 


IS 


R 




AT 


10 


NSPEC 


IS 


C 




AT 


11 


NSPEC 


IS 


R 




AT 


12 


NSPEC 


IS 


R 




AT 


13! 


NSPEC 


IS 


R 




AT 


14 


NSPEC 


IS 


R 




AT 


15 


NSPEC 


IS 


R 




AT 


16 


NSPEC 


IS 


R 




AT 


17 


NSPEC 


IS 


C 




AT 


18 


NSPEC 


IS 


RC 




AT 


19 


NSPEC 


IS 


RC 




AT 


20 


NSPEC 


IS 


RC 




AT 


21 


NSPEC 


IS 


C 




AT 


22 


NSPEC 


IS 


C 




AT 


23 


CONNECT 


IS 


El 


RC 


AT 


22 


DEFAULT 


MLEVEL 


IS 


ATOM 


MLEVEL 


IS 


CLASS 


AT 


11 



DEFAULT ECLEVEL IS LIMITED 



GRAPH ATTRIBUTES: 
RSPEC 1 

NUMBER OF NODES IS 23 



STEREO ATTRIBUTES: NONE 

LIS 355 SEA FILE=REGISTRY SSS FUL Lll 

LI 9 0 SEA FILE-CAS REACT ABB=ON PLU=ON LI 5 /PRO 
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FILE ^REGISTRY ' ENTERED AT 15:33:28 ON 20 JAN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 0 06 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 18 JAN 2006 HIGHEST RN 872163-75-2 
DICTIONARY FILE UPDATES: 18 JAN 2006 HIGHEST RN 872163-75-2 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 



TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2 005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
********************************* ****************** ****************** 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : / /www . cas . org/ONLINE/UG/regprops . html 

=> file caplus^ 

^M^^«Sm55- ! --ENTERED AT 15:33:48 ON 20 JAN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 20 Jan 2006 VOL 144 ISS 5 
FILE LAST UPDATED: 19 Jan 2006 (20060119/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
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They are available for your review at: 

http: //www. cas .org/ infopolicy.html 

•OBI' IS DEFAULT SEARCH FIELD FOR ' CAPLUS 1 FILE 

=> d stat que L40 
Lll STR 



15 




Page 2 -A 

REP G20=(l-6) 19-20 19-18 

VPA 18-1/2/3/4/9 U 

NODE ATTRIBUTES: 

NSPEC IS R AT 1 

NSPEC IS R AT 2 
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NSPEC 


IS 


R 




AT 


3 


NSPEC 


IS 


R 




AT 


4 


NSPEC 


IS 


R 




AT 


5 


NSPEC 


IS 


R 




AT 


6 


NSPEC 


IS 


R 




AT 


7 


NSPEC 


IS 


R 




AT 


8 


NSPEC 


IS 


R 




AT 


9 


NSPEC 


IS 


R 




AT 


10 


NSPEC 


IS 


C 




AT 


11 


NSPEC 


IS 


R 




AT 


12 


NSPEC 


IS 


R 




AT 


13 


NSPEC 


IS 


R 




AT 


14 


NSPEC 


IS 


R 




AT 


15 


NSPEC 


IS 


R 




AT 


16 


NSPEC 


IS 


R 




AT 


17 


NSPEC 


IS 


C 




AT 


18 


NSPEC 


IS 


RC 




AT 


19 


NSPEC 


IS 


RC 




AT 


20 


NSPEC 


IS 


RC 




AT 


21 


NSPEC 


IS 


C 




AT 


22 


NSPEC 


IS 


C 




AT 


23 


CONNECT 


IS 


El 


RC 


AT 


22 


DEFAULT 


MLEVEL 


IS 


ATOM 


MLEVEL 


IS 


CLASS 


AT 


11 



DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC 1 

NUMBER OF NODES IS 23 
STEREO ATTRIBUTES: NONE 

L15 355 SEA FILE=REGISTRY SSS FUL Lll 

L21 16 SEA FILE=CAPLUS ABB=ON PLU=ON LI 5/ PREP 

L22 999 SEA FILE=REGISTRY ABB = ON PLU=ON (383432-38-0/BI OR 98556-31-1 

/BI OR 383430-52-2/BI OR 537705 -06- 9/BI OR 110-91-8/BI OR 
137632-09-8/BI OR 2450-71-7/BI OR 383432 -27 -7/BI OR 383433-14-5 
/BI OR 383434-29-5/BI OR 383434 -54 -6/BI OR 38870- 89-2/BI OR 
383430-46-4/BI OR 38343 0 - 82 - 8/BI OR 3 834 32 -25 -5/BI OR 383432-65 
-3/BI OR 383433-12-3/BI OR 383433 -57-6/BI OR 537705 -07 -0/BI OR 
537705-08-1/BI OR 53 7705 - 10 - 5/BI OR 2 02 197 - 26 - 0/BI OR 230955-75 
-6/BI OR 287192-97-6/BI OR 287193-30-0/BI OR 350-30-l/BI OR 
383430-47-5/BI OR 383430-49-7/BI OR 383430 -50 -0/BI OR 383430-51 
-1/BI OR 383430-53-3/BI OR 3 83430-54 -4/BI OR 383430 -55-5/BI OR 

383430- 69-1/BI OR 383430-73 -7/BI OR 383430 -77 -l/BI OR 383431-07 
-0/BI OR 383431-08-1/BI OR 3 83431-09-2/BI OR 383431-59-2/BI OR 

383431- 72-9/BI OR 383431-80-9/BI OR 3 83432 - 02 - 8/BI OR 383432-03 
-9/BI OR 383432-04-0/BI OR 3 83432 -26 - 6/BI OR 383432 -58 -4/BI OR 

383432- 63-1/BI OR 3 834 32 - 72 - 2/BI OR 383433 -03 -2/BI OR 383433-08 
-7/BI OR 383433-40-7/BI OR 3 83433 - 81 - 6/BI OR 383434 -51-3/BI OR 
383434-53-5/BI OR 3 834 34 - 56 - 8/BI OR 3 83434 - 57 - 9/BI OR 537705-05 
-8/BI OR 7458-03-9/BI OR 794 63 - 77 - 7/BI OR 92136-39-5/BI OR 
106-95-6/BI OR 1121-78-4/BI OR 115269-99-3/BI OR 16064 -08-7/BI 
OR 178918-29-1/BI OR 179687-79-7/BI OR 179688 -52 - 9/BI OR 
179688-53-0/BI OR 202197-31-7/BI OR 204513 -31-5/BI OR 31839-20- 
0/BI OR 31839-21-1/BI OR 3277-47-2/BI OR 3473-63-0/BI OR 
383430-48-6/BI OR 383430-56-6/BI OR 383430-57 -7/BI OR 383430-58 
-8/BI OR 383430-59-9/BI OR 3 83430-60 -2/BI OR 383430- 61 -3/BI OR 
383430-62-4/BI OR 3 8343 0 - 63 - 5/BI OR 383430-64 -6/BI OR 383430-65 
-7/BI OR 383430-66-8/BI OR 383430-67 - 9/BI OR 383430- 68 -0/BI OR 
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383430-70-4/BI OR 383430-71-5/BI OR 3 8343 0 - 72 - 6/BI OR 383430-74 
-8/BI OR 383430-75-9/BI OR 383430 -76 - 0/BI OR 383430 -78 -2/BI OR 
383430-79-3/BI OR 383430-80-6/BI OR 3 8343 0 - 81 -7/BI OR 383430-83 
-9/BI OR 383430-84-0 

L23 500 SEA FILE=REGISTRY ABB = ON PLU=ON (102520 - 97-8/BI OR 108-95-2/B 

I OR 109608-77-7/BI OR 110-91-8/BI OR 120157- 98 -4/BI OR 
123-38-6/BI OR 124-68-5/BI OR 124400-52 -8/BI OR 134575 - 17 - 0/BI 
OR 139-59-3/BI OR 160127-75-3/BI OR 160172 -20 - 3/BI OR 16064-08- 
7/BI OR 171178-48-6/BI OR 171349- 95-4/BI OR 17 823 - 94 - 8/BI OR 
18994-77-9/BI OR 1912 84 - 8 0 - 7/BI OR 199538 -99-3/BI OR 20734-46-7 
/BI OR 2450-71-7/BI OR 255864 -58 - 5/BI OR 2 6807 -73 - 8/BI OR 
275387-76-3/BI OR 2753 87 - 83 -2/BI OR 287188 -70- 9/BI OR 287188-71 
-0/BI OR 287188-72-1/BI OR 287188-73 -2/BI OR 287188 -74 -3/BI OR 
287188-75-4/BI OR 287188-76-5/BI OR 2 8718 8 - 77 - 6/BI OR 287188-78 
-7/BI OR 287188-79-8/BI OR 287188 - 80 - l/BI OR 287188-82 -3/BI OR 
287188-83-4/BI OR 2 87188 -84 -5/BI OR 287188-85-6/BI OR 287188-86 
-7/BI OR 287188-87-8/BI OR 287188-88-9/BI OR 287188-89-0/BI OR 
287188-90-3/BI OR 2 87 188 - 91 -4 /BI OR 287188- 92-5/BI OR 287188-93 
-6/BI OR 287188-94-7/BI OR 287188-95-8/BI OR 2 87188 - 96 - 9/BI OR 

287188- 97-0/BI OR 287188-98-l/BI OR 287188-99-2/BI OR 287189-00 
-8/BI OR 287189-01-9/BI OR 287189-02 - 0/BI OR 287189-03 -l/BI OR 

287189- 04-2/BI OR 287189-05 -3/BI OR 2 87 18 9 - 06 -4/BI OR 287189-07 
-5/BI OR 287189-08-6/BI OR 287189-09-7/BI OR 2 87189 - 10 - 0/BI OR 
287189-11-1/BI OR 287189-12 -2/BI OR 2 87 18 9- 13 -3/BI OR 287189-14 
-4/BI OR 287189-15-5/BI OR 287189-16-6/BI OR 287189-17-7/BI OR 
287189-18-8/BI OR 287189-19-9/BI OR 287189-21-3/BI OR 287189-23 
-5/BI OR 287189-24-6/BI OR 287189-25-7/BI OR 287189-26-8/BI OR 
287189-27-9/BI OR 287189-28-0/BI OR 2 8718 9 -2 9- l/BI OR 287189-30 
-4/BI OR 287189-31-5/BI OR 287189-32 -6/BI OR 2 87189- 33 -7/BI OR 
287189-34-8/BI OR 287189- 35 -9/BI OR 2 87189-36- 0/BI OR 287189-37 
-l/BI OR 287189-38-2/BI OR 287189 -39-3/BI OR 2 87189-4 0 - 6/BI OR 
287189-41-7/BI OR 287189-42 -8/BI OR 2 87189 -43 - 9/BI OR 287189-44 
-0/BI OR 287189-45-1/BI OR 287189-46-2/BI OR 287189-47 -3/BI OR 
287189- 

L24 1400 SEA FILE=REGISTRY ABB=ON PLU=ON L22 OR L23 

L35 STR 
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Page 1-A 

N 'll 
M2 11 



Page 2 -A 
VAR Gl=9/10 
NODE ATTRIBUTES: 



HCOUNT 


IS 


M2 


AT 


11 


NSPEC 


IS 


C 


AT 


1 


NSPEC 


IS 


C 


AT 


2 


NSPEC 


IS 


R 


AT 


3 


NSPEC 


IS 


R 


AT 


4 


NSPEC 


IS 


R 


AT 


5 


NSPEC 


IS 


R 


AT 


6 


NSPEC 


IS 


R 


AT 


7 


NSPEC 


IS 


R 


AT 


8 


NSPEC 


IS 


C 


AT 


9 


NSPEC 


IS 


C 


AT 


10 


NSPEC 


IS 


C 


AT 


11 


NSPEC 


IS 


C 


AT 


12 


DEFAULT 


MLEVEL 


IS ATOM 


MLEVEL 


IS 


CLASS AT 


2 


GGCAT 


IS 


PCY 


HIC 


UNS 



DEFAULT ECLEVEL IS LIMITED 

ECOUNT IS E8 C E2 N E0 O E0 S AT 1 



GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 12 
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STEREO ATTRIBUTES: NONE 

L38 49 SEA FILE=REGISTRY SUB=L24 SSS FUL L35 

L3 9 2 7 SEA FILE=CAPLUS ABB=ON PLU=ON L3 8 (L) (RCT OR RGT OR 

RACT) /RL 

1*40 13 SEA FILE=CAPLUS ABB-ON «M,U«OW 1,3* MID 1.21 



=> d ibib abs hitind hitstr L40 1-13 



L40 ANSWER 1 OF 13 CAPLUS COPYRIGHT 2006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2005 : 963797 CAPLUS 
143 :254035 

Crystal forms of (E) -2-methoxy-N- (3- {4- [3 -methyl -4 - (6- 

methyl-pyridin-3 -yloxy) -phenylamino] -quinazolin-6-yl } - 

allyl) -acetamide for dosage forms 

Li, Zheng Jane/ Leonard, Jason Albert 

Pfizer Inc . , USA 

U.S. Pat. Appl. Publ., 19 pp. 

CODEN: USXXCO 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



US 2005192298 




Al 




20050901 




US 2005- 


51145 




20050204 


WO 2005085229 




Al 




20050915 




WO 2005- 


IB378 




20050214 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, 


NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, ZW 


RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IS, 


IT, 


LT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF , 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 
























PRIORITY APPLN. 


INFO 














US 2004- 


548743P 




P 20040227 



AB Crystal forms of (E) -2 -Methoxy-N- (3- {4- [3-methyl-4- (6 -methyl -pyridin-3 - 
yloxy) -phenylamino] -quinazolin-6-yl } -allyl) -acetamide (I), useful in the 
synthesis of salts and complexes of I are described. Crystal forms of I 
include Form A, Form B, Form C, Form F, Form G, and Form H, and hydrates 
and/or solvates thereof. A crystal form also improves stability of 
tabletted or capsuled I as a drug product. For example, a crystal Form A 
of I was synthesized. First, the reaction of 10.0 g of 
6-iodo-4-chloroquinazoline with 7.38 g 3 -methyl -4 - (6-methylpyridin-3 - 
yloxy) phenylamine in THF at 56° gave 6-iodo [3 -methyl-4 - (6 - 
methylpyridin- 3 -yloxy) phenylamino] quinazoline (15.75 g, 98% yield). The 
reaction of methoxyacetyl chloride (1.2 equivalent) with propargylamine (1.0 
equivalent) in CH2C12 at -25° gave 2 -methoxyacetic acid propargylamide 
(7.84 g, 50% yield). 2 -Methoxyacetic acid propargylamide (255 mg, 1 
equivalent) reacted with 6-iodo [3 -methyl-4 - (6-methylpyridin-3- 
yloxy) phenylamino] quinazoline (1.41 g, 1.5 equivalent) under specific 
conditions giving the crystal Form A of I (0.55 g, 59% yield). 

IC ICM A61K031-517 
ICS C07D043-02 
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INCL 514266210; 544284000 
CC 63-6 (Pharmaceuticals) 

Section cross-reference (s) : 28, 75 
IT 383432-38-0P 

RL: PRP (Properties); RCT (Reactant) ; SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
RACT (Reactant or reagent) ; USES (Uses) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 

IT 537705-05-8P 537705-07-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 

IT 719270-47-0P 863419-98-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); THU (Therapeutic use); 

BIOL (Biological study) ; PREP (Preparation) ; RACT (Reactant or 

reagent) ; USES (Uses) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 
IT 383432-38-0P 

RL: PRP (Properties); RCT (Reactant); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 

RACT (Reactant or reagent) ; USES (Uses) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 

RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




IT 537705-05-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 

RN 537705-05-8 CAPLUS 
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CN 4-Quinazolinamine, 6-iodo-N- [3 -methyl-4 - [ (6-methyl-3-pyridinyl) oxy] phenyl] - 
(9CI) (CA INDEX NAME) 




Me 



IT 719270-47-0P 863419-98-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); THU (Therapeutic use); 

BIOL (Biological study) ; PREP (Preparation) ; RACT (Reactant or 

reagent) ; USES (Uses) 

(crystal forms of methoxy (methyl (methylpyridinyloxy) phenylamino) quinazo 
linylallylacetamide for preparation of salts and complexes and oral dosage 
forms) 

RN 719270-47-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] 
dimethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H27 N5 03 

Double bond geometry as shown. 



MeO' 
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CM 2 

CRN 75-75-2 
CMF C H4 03 S 



HO- S- CH 3 

II 

0 

RN 863419-98-1 CAPLUS 

CN Butanedioic acid, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - [ [3 -methyl-4 - [ ( 6- 

methyl-3-pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] acetamide 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 110-15-6 
CMF C4 H6 04 



HO2C- CH2- CH2~ CO2H 
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Ripin, David H. Brown; Bourassa, Dennis E.; Brandt, 
Thomas; Castaldi, Michael J.; Frost, Heather N.; 
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Hawkins, Joel; Johnson, Phillip J.; Massett, Stephen 
S.; Neumann, Karin; Phillips, James; Raggon, Jeffery 
W.; Rose, Peter R. ; Rutherford, Jennifer L. ; Sitter, 
Barbara; Stewart, A. Morgan, III; Vetelino, Michael 
G. ; Wei, Lulin 

CORPORATE SOURCE: Chemical Research and Development, Pfizer Global 

Research Division, Pfizer Inc., Groton, CT, 06340, USA 

SOURCE: Organic Process Research & Development (2005), 9(4), 

440-450 

CODEN: OPRDFK; ISSN: 1083-6160 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The synthesis of the anticancer compound 2 -methoxy-N- (3 - {4 - [3 -methyl -4 - ( 6- 
methylpyridin-3-yloxy) phenylamino] quinazolin-6 -yl } -E-allyl) acetamide 
(CP-724,714) on multikilogram scale using several different synthetic 
routes is described. Application of the Sonogashira, Suzuki, and Heck 
couplings to this synthesis was investigated to identify a safe, 
environmentally friendly, and robust process for the production of this drug 
candidate. A convergent and selective synthesis of the candidate was 
identified which utilizes a Heck coupling of a protected allylamine to 
install the critical olefin. 
CC 45-4 (Industrial Organic Chemicals, Leather, Fats, and Waxes) 

Section cross-reference (s) : 28, 63 
IT 537705-08-1P 860453-65-2P 

RL: IMF (Industrial manufacture); PREP (Preparation) 

(evaluation of kilogram-scale Sonagashira, Suzuki, and Heck coupling 
routes to methoxy [ [ [methyl (methylpyridinyloxy) phenylamino] quinazolinyl] 
allyl] acetamide oncol . candidate) 
IT 115269-99-3P, N, N-Bis ( tert-butoxycarbonyl ) allylamine 383433-14-5P 

486393-59-3P, N-Allylmethoxyacetamide 537705-06- 9P, 3 - (4 -Amino-2 - 
methylphenoxy) -6-methylpyridine 537705-07-OP, N-Propargyl-2 - 
methoxyacetamide 537705-10-5P 778599-38-5P, tert-Butyl 
N-allyl-N- (methoxyacetyl) carbamate 778599-39-6P 
RL: IMF (Industrial manufacture); RCT (Reactant) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(precursor; evaluation of kilogram-scale Sonagashira, Suzuki, and Heck 
coupling routes to methoxy [ [ [methyl (methylpyridinyloxy) phenylamino] quin 
azolinyl] allyl] acetamide oncol. candidate) 
IT 537705-08-1P 860453-65-2P 

RL: IMF (Industrial manufacture); PREP (Preparation) 

(evaluation of kilogram-scale Sonagashira, Suzuki, and Heck coupling 
routes to methoxy [ [ [methyl (methylpyridinyloxy) phenylamino] quinazolinyl] 
allyl] acetamide oncol. candidate) 
RN 537705-08-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 860453-65-2 CAPLUS 

CN Butanedioic acid, compd. with 2-methoxy-N- [3 - [4 - [ [3 -methyl-4 - [ (6-methyl-3 - 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] acetamide (3:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 537705-08-1 
CMF C2 7 H2 7 N5 03 




Me 



CM 2 

CRN 110-15-6 
CMF C4 H6 04 
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H0 2 C- CH 2 - CH 2 - C0 2 H 

IT 383433-14-5P 537705-10-5P 778599-39-6P 

RL: IMF (Industrial manufacture); RCT (Reactant) / PREP 
(Preparation) ; RACT (Reactant or reagent) 

(precursor; evaluation of kilogram-scale Sonagashira, Suzuki, and Heck 
coupling routes to methoxy [[ [methyl (methylpyridinyloxy) phenylamino] quin 
azolinyl] allyl] acetamide oncol . candidate) 
RN 383433-14-5 CAPLUS 

CN Carbamic acid, [3- [4 - [ [3 -methyl -4 - [ ( 6 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - , 1, 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 




Me 



RN 537705-10-5 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3 -methyl -4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] - 
, monohydrochloride (9CI) (CA INDEX NAME) 
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.N 




HC1 



RN 778599-39-6 CAPLUS 

CN 4-Quinazolinamine, 6- (3 -amino- 1-propenyl) -N- [3 -methyl -4 - [ (6-methyl-3 - 
pyridinyl ) oxy] phenyl] -, dihydrochloride (9CI) (CA INDEX NAME) 



H 2 N- CH 2 — CH= CH 




>2 HC1 



REFERENCE COUNT: 



3 8 THERE ARE 3 8 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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2005 :409233 CAPLUS 
142:463740 

Preparation of cyanoguanidines and cyanoamidines as 
ErbB2 and EGFR inhibitors 

Wallace, Eli; Topolov, George; Zhao, Qian; Lyssikatos, 

Joseph P. 

USA 

U.S. Pat. Appl. Publ., 22 pp. 
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DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CODEN: USXXCO 

Patent 

English 

1 



PATENT NO. 



US 2005101617 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND 
Al 



DATE 
20050512 



MARPAT 142:463740 



APPLICATION NO. 

US 2003-704120 
US 2003-704120 



DATE 



20031110 
20031110 




NHRl 
X 



H 



R2 



NC— N [tJ- 

>-< m 

Q D II 




III 



AB The title compds . I [X = N, CH, C(CN); Rl = substituted (hetero) aryl ; R2 = 
H, halo, CN, etc.; A = II (wherein T = alkyl, alkenyl, cycloalkyl, etc.; L 
= N, CR4; R4 = H, CF3 , alkyl, etc.; Q = (un) substituted CH3 , NH2 ; D = H, 
CF3, alkyl, etc.; m = 0-1)], useful in the treatment of hyperprolif erative 
diseases, were prepared E.g., a multi-step synthesis of III, starting from 
2-amino-5-iodobenzoic acid and formamidine acetate, was given. Ill showed 
IC50 of 85 nM in the assay used to determine ErbB kinase activity. 

IC ICM A61K031-517 
ICS C07D043-02 

INCL 514266200; 514266400; 544284000; 544293000 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 

Section cross-reference (s) : 1 
IT 16064-08-7P 31839-21-1P 98556-31-1P 178918-29-1P 179687-79-7P 

179688-52-9P 179688-53-0P 202197-26-0P 202197-31-7P 204513-31-5P 

230955-75-6P 383432-25-5P 383433-14-5P 443882-99-3P 

524955-09-7P 529508-58-5P 537705-06-9P 537705-10-5P 

697299-73-3P 697299-74-4P 697299-75-5P 697299-78-8P 

697299-81-3P 697299-82-4P 697299-86-8P 697299-87-9P 697299-88-0P 
697299-89-1P 697299-90-4P 697299-91-5P 697299-93-7P 697299-94-8P 
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697299- 95-9P 697299-99-3P 697300-01-9P 

697300- 04-2P 697300-05-3P 851684-46-3P 

851684-76-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of cyanoguanidines and cyanoami dines as ErbB2 and EGFR 
inhibitors for treating hyperprol iterative diseases) 
IT 383432-25-5P 383433-14-5P 537705-10-5P 

697299- 73-3P 697299-74-4P 697299-99-3P 

697300- 01-9P 697300-04-2P 697300-05-3P 
851684-46-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of cyanoguanidines and cyanoamidines as ErbB2 and EGFR 
inhibitors for treating hyperprol iterative diseases) 
RN 383432-25-5 CAPLUS 

CN 4-Quinazolinamine, 6- (3 -amino- 1 -propynyl) -N- [3 -methyl -4 - [ (6-methyl-3- 
pyridinyl ) oxy] phenyl ] - (9CI) (CA INDEX NAME) 



H 2 N- CH 2 -C=C 




RN 383433-14-5 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-methyl-4- [ ( 6 -methyl -3 -pyridinyl) oxy] phenyl] amino] 
6-quinazolinyl] -2-propynyl] 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 



Page 15 



Truong 10/821906 



01/20/2006 




Me 



RN 537705-10-5 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3 -methyl -4 - [ (6-methyl-3 -pyridinyl) oxy] phenyl] - 
, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



Me 



RN 697299-73-3 CAPLUS 

CN Carbamic acid, [3 - [4 - [ [3-chloro-4- [ (3 -f luorophenyl) methoxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - , 1 , 1- dimethyl ethyl ester (9CI) (CA INDEX NAME) 
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t - BuO- C- NH- CH 2 — C= C 




RN 697299-74-4 CAPLUS 

CN 4-Quinazolinamine, 6- (3 - amino -1-propynyl) -N- [3-chloro-4- [ (3- 
f luorophenyl) met hoxy] phenyl ] - (9CI) (CA INDEX NAME) 



H 2 N- CH 2 ~ 




RN 697299-99-3 CAPLUS 

CN 4-Quinazolinamine, N- [1- [ (3 -f luorophenyl) methyl] -lH-indazol-5-yl] -6-iodo-, 
monohydrochloride . (9CI) (CA INDEX NAME) 
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• HC1 



RN 697300-01-9 CAPLUS 

CN 4-Quinazolinamine, 6- (3 -amino- 1-propynyl) -N- [1- [ (3 -fluorophenyl) methyl] -1H- 
indazol-5-yl] - (9CI) (CA INDEX NAME) 



H 2 N- CH 2 -C= C 




RN 697300-04-2 CAPLUS 

CN Carbamic acid, [3- [4- [ [1- [ (3 -fluorophenyl ) methyl] -lH-indazol-5-yl] amino] -6- 
quinazolinyl] -2-propenyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 697300-05-3 CAPLUS 

CN Carbamic acid, [3- [4- [ [1- [ (3 -fluorophenyl) methyl] - lH-indazol-5 -yl] amino] -6- 
quinazolinyl] -2-propynyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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t -BuO- C~ NH- CH 2 — ( 




RN 851684-46-3 CAPLUS 

CN 4-Quinazolinamine, N- [3-chloro-4- [ (3 -fluorophenyl) met hoxy] phenyl] -6-iodo-, 
monohydrochloride (9CI) (CA INDEX NAME) 




HC1 
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2005 : 409232 CAPLUS 
142 :463739 

Preparation of quinazoline analogs as type I receptor 
tyrosine kinase inhibitors 



Wallace, Eli; Topalov, 
Buckmelter, Alexandre; 
USA 

U.S. Pat. Appl. Publ., 

CODEN: USXXCO 

Patent 

English 

2 



George; Lyssikatos, Joseph; 
Zhao, Qian 

31 pp. 



PATENT NO. 
US 2005101616 



KIND DATE 
Al 20050512 



APPLICATION NO. 
US 2003-642440 



DATE 
20030814 
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US 2005043334 Al 20050224 

WO 2005016346 Al 20050224 



W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


SN, 


TD, 


TG 











PRIORITY APPLN. INFO.: 

OTHER SOURCE (S): MARPAT 142:46 

GI 



US 2004-914974 20040810 
WO 2004-US26235 20040810 



BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


IN, 


is, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, 


NI, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


UG, 


US, 


UZ, 


vc, 


W, 


YU, 


ZA, 


ZM, 


ZW 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL/ 


PT, 


RO, 


SE, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 



US 2003-642440 A2 20030814 

US 2004-551718P P 20040310 

9 





AB The title compds . I [A group is bonded to at least one of the carbons at 
the 5, 6, 7 or 8 position of the bicyclic ring, and the ring is 
substituted by up to three independent R3 groups; X = N, CH, CF, C(CN); Rl 
= (un) substituted monocyclic or bicyclic aryl or heteroaryl; R2 = H, 
(un) substituted alkyl; R3 = H, halo, CN, N02 ; A = CH : NN ( R8 ) C ( : NR6 ) NR6R8 , 
UnZ; n = 0-1; U = (un) substituted alkyl, alkenyl, alkynyl; Z = II, III; W, 
V and Y = CR7R8, CR8R9, O, NR6 , S, SO, S02 ; R6 , R8 , R9 = H, CF3 , alkyl, 
etc.; with provisos], useful as type I receptor tyrosine kinase inhibitors 
and for the treatment of hyperprolif erative diseases such as cancer, were 
prepared Thus, reacting 4- (3 -methyl- 4 -phenoxyphenyl amino) quinazoline-6- 
carboxaldehyde with hydrazinecarboximidamide in the presence of 1 drop of 
concentrate HC1 in MeOH afforded 68% IV. The compds. I have IC50's from less 
than 1 nM to 50 jaM in EGFR/ErbB2 assays. 

IC ICM A61K031-517 

ICS C07D043-02; A61K031-47 
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INCL 514266200; 514266400; 544284000; 544293000; 514313000; 546159000 
CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 

Section cross-reference (s) : 1 
IT 79-17-4/ Hydrazinecarboximidamide 96-45-7, 2 -Imidazolidinethione 
109-83-1, 2-Methylaminoethanol 109-96-6, 3-Pyrroline 350-30-1, 
2 -Chloro-l-f luoro-4 -nitrobenzene 556-52-5, Glycidol 753-90-2 , 
2,2, 2-Trif luoroethylamine 872-50-4, l-Methylpyrrolidin-2-one, reactions 
7019-01-4, 4-Benzenesulf onylphenylamine 10200-59-6, 2- 
Thiazolecarboxaldehyde 13431-10-2 13734-38-8 19815-16-8, 
4-Chloro-6-nitroquinazoline 31106-59-9 34 064-27-2 7230 9-96-7 
76508-73-1 79463-77-7, Diphenyl N-cyanocarbonimidate 92136-39-5 
191284-80-7 202197-26-0 231278-20-9 845271-64-9 
848482-82-6 851545-81-8 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of quinazoline analogs as type I receptor tyrosine kinase 
inhibitors for treating hyperprolif erative diseases such as cancer) 
IT 14542-12-2P, 2 -Thiazolemethanol 20112-79-2P 52839-23-3P 56040-95-OP 
73286-70-1P 845271-71-8P 851545-71-6P 851545-72-7P 

851545-73-8P 851545-74-9P 851545-75-0P 851545-76-1P 851545-77-2P 

851545- 78 -3P 85 1545- 79 -4P 851545 -80 -7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 

(Preparation) ; RACT (Reactant or reagent) 

(preparation of quinazoline analogs as type I receptor tyrosine kinase 
inhibitors for treating hyperprolif erative diseases such as cancer) 
IT 231278-20-9 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of quinazoline analogs as type I receptor tyrosine kinase 
inhibitors for treating hyperprolif erative diseases such as cancer) 
RN 231278-20-9 CAPLUS 

CN 4-Quinazolinamine, N- [3-chloro-4- [ (3 -f luorophenyl) methoxy] phenyl] -6-iodo- 
(9CI) (CA INDEX NAME) 




IT 851545-71-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of quinazoline analogs as type I receptor tyrosine kinase 
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inhibitors for treating hyperprol iterative diseases such as cancer) 
RN 851545-71-6 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-chloro-4- [ (3 -f luorophenyl ) methoxy] phenyl] amino] -6- 
quinazolinyl] -2-propenyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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2004 : 872792 CAPLUS 
141:366242 

A processes for preparation of antitumor 
[ (aminoquinazolinyl) allyl] acetamide derivatives from 
iodo (amino) quinazoline derivative 

Ripin, David Harold Brown; Vetelino, Michael Girard; 
Wei, Lulin 

Pfizer Products Inc., USA 

PCT Int. Appl. , 43 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



2004089934 




Al 




20041021 




WO 2004- 


IB1069 




20040329 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR , 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, 


NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW 


RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


cz, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 
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CA 2521348 AA 20041021 CA 2004-2521348 20040329 

EP 1615910 Al 20060118 EP 2004-724080 20040329 

R: AT, BE, CH, DE , DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ , EE, HU, PL, SK 



US 2005026940 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 
GI 



Al 



20050203 



US 2004-821906 
US 2003-461632P 
US 2003-516860P 
WO 2004-IB1069 



20040409 
P 20030409 
P 20031103 
W 20040329 



MAR PAT 141:366242 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a processes for preparing (phenylamino) quinazoline 
derivs. of formula I [wherein: X is [CH (alkyl) ] 1-3 , (CH2)l-3, or 
[C (CH20H) (alkyl) ] 1-3 , etc.; Rl, R4 , and R5 are independently selected from 
H or alkyl; R2 is 1-5 substituents ; R3 is 0-3 substituents selected from 
halogen, OH, alkyl, or CF3, etc.; R6 and R7 are independently selected 
from the group consisting of [C (H/alkyl/CH20H) (H/alkyl/CH20H) ] 1-3 -O-alkyl 
and alkoxy, etc.], useful as antitumor agents (no biol . data). For 
instance, [ (aminoquinazolinyl) allyl] acetamide derivative II [R8 = C(0)CH20Me] 
was prepared via aminoalkenylation of iodo (amino) quinazoline derivative III by 
di-tert-Bu allylamine-N, N-dicarboxylate (example 3, 80% yield) and 
subsequent amidation of the obtained [ (aminoquinazolinyl) allyl] amine 
derivative II (R8 = H) by methoxyacetyl chloride (example 6, 90-94% yield) . 

IC ICM C07D401-12 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom) ) 

Section cross-reference (s) : 45 
IT 115269-99-3P 778599-38-5P 778599-39-6P 

RL: IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 

(processes for preparation of antitumor [ (aminoquinazolinyl) allyl] acetamide 
derivs. from iodo (amino) quinazoline derivative) 
IT 383430-52-2P 383432-38-0P 383432-65-3P 

383433-12-3P 383433-57-6P 537705-08-1P 

RL: IMF (Industrial manufacture) ; SPN (Synthetic preparation) ; PREP 
(Preparation) 

(processes for preparation of antitumor [ (aminoquinazolinyl) allyl] acetamide 
derivs. from iodo (amino) quinazoline derivative) 
IT 106-95-6, Allyl bromide, reactions 38870-89-2 51779-32-9 486393-59-3 
537705-10-5 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(processes for preparation of antitumor [ (aminoquinazolinyl) allyl] acetamide 
derivs. from iodo (amino) quinazoline derivative) 
IT 778599-39-6P 

RL: IMF (Industrial manufacture); RCT (Reactant); SPN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 

(processes for preparation of antitumor [ (aminoquinazolinyl) allyl] acetamide 
derivs. from iodo (amino) quinazoline derivative) 
RN 778599-39-6 CAPLUS 

CN 4-Quinazolinamine, 6- (3 - amino -1-propenyl) -N- [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] - , dihydrochloride (9CI) (CA INDEX NAME) 
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• 2 HC1 



Me 



IT 383430-52-2P 383432-38-0P 383432-65-3P 
383433-12-3P 537705-08-1P 

RL: IMF (Industrial manufacture) ; SPN (Synthetic preparation) ; PREP 
(Preparation) 

(processes for preparation of antitumor [ (aminoquinazolinyl) allyl] acetamide 
derivs . from iodo (amino) quinazoline derivative) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 



Page 24 



Truong 10/821906 



01/20/2006 




RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-12-3 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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RN 537705-08-1 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 




Me 



IT 537705-10-5 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(processes for preparation of antitumor [ (aminoquinazolinyl ) allyl] acetamide 
derivs . from iodo (amino) quinazoline derivative) 
RN 537705-10-5 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3-methyl-4- [ (6 -methyl- 3 -pyridinyl) oxy] phenyl] - 
, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



Me 
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AB The invention relates to a preparation of complexes of quinazoline derivative 
of 

formula I. The invention also relates to pharmaceutical compns . containing 
the complexes of formula I . The invention further relates to methods of 
treating hyperprol iterative diseases, such as cancers, in mammals, especially 
humans by administering the above complexes and to methods of preparing the 
above complexes. Compound I was prepared via Suzuki coupling of 
2-methoxyacetic acid propargylamide and quinazoline derivative II with a yield 
of 59%. 

IC I CM C07D401-12 
ICS A61K031-505 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom) ) 
Section cross-reference (s) : 1, 63, 75 

IT 719270-48-1P 719270-49-2P 719270-50-5P 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 

IT 383432-38-0P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 

IT 719270-47-0P 719270-51-6P 719270-52-7P 
719270-55-0P 719270-58-3P 719270-61-8P 
719270-64-1P 719270-67-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
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inhibitors) 

IT 383430-52-2P 383432-27-7P 383434-54-6P 
5377 05 -05 -8P 537705 -07 -OP 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 

IT 719270-48-1P 719270-49-2P 719270-50-5P 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 
RN 719270-48-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



• HC1 



RN 719270-49-2 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
(2Z) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H2 7 N5 03 

Double bond geometry as shown. 
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MeO' 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H0 2 C 




C0 2 H 

RN 719270-50-5 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] -, phosphate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H2 7 N5 03 

Double bond geometry as shown. 



MeO' 




CM 
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CRN 7664-38-2 
CMF H3 04 P 



O 

II 

HO- P— OH 
I 

OH 



IT 383432-38-0P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 
RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




IT 719270-47-0P 719270-51-6P 719270-52-7P 
719270-55-0P 719270-58-3P 719270-61-8P 
719270-64-1P 719270-67-4P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) / BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 
RN 719270-47-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propenyl] -, 
dimethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 
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MeO' 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 

O 

HO— S~ CH3 

II 

O 

RN 719270-51-6 CAPLUS 

CN 2-Butenedioic acid, 2 -methyl-, (2Z)-, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - 
[ [3-methyl-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2- 
propenyl]acetamide (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H2 7 N5 03 

Double bond geometry as shown. 



MeO' 




CM 2 
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CRN 498-23-7 
CMF C5 H6 04 

Double bond geometry as shown. 
C0 2 H 

RN 719270-52-7 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
(2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
E .CO2H 

H0 2 C 

RN 719270-55-0 CAPLUS 

CN 1, 2-Ethanedisulf onic acid, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - [ [3 -methyl-4 - 
[ (6-methyl -3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2- 
propenyl] acetamide (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H2 7 N5 03 
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Double bond geometry as shown. 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



HO3S- CH2- CH2~ SO3H 



RN 719270-58-3 CAPLUS 

CN Bicyclo [2.2.1] heptane- 1-methanesulf onic acid, 7 , 7 -dimethyl -2 -oxo- , 

(1S,4R)-, compd. with 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] acetamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H2 7 N5 03 

Double bond geometry as shown. 




CM 2 
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CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation ( + ) . 




RN 719270-61-8 CAPLUS 

CN Acetamide, 2 -methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ ( 6 -methyl - 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
monobenzenesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 



MeO' 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 719270-64-1 CAPLUS 
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CN Ethanesulf onic acid, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - [ [3 -methyl -4 - [ ( 6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H2 7 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



HO" S~ CH2-CH3 

II 

O 



RN 719270-67-4 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, dinitrate (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H2 7 N5 03 

Double bond geometry as shown. 
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CM 2 

CRN 7697-37-2 
CMF H N 03 




IT 383430-52-2P 383432-27-7P 383434-54-6P 
537705-05-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of quinazoline derivative complexes, useful as selective erbB2 
inhibitors) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ ( 6-methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6- [ (IE) -3 -amino- 1-propenyl] -N- [3-chloro-4- [ (6-methyl-3- 
pyridinyl ) oxy] phenyl ] - (9CI) (CA INDEX NAME) 
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Double bond geometry as shown. 




RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
1, 1 -dime thy lethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 537705-05-8 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3-methyl-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] - 
(9CI) (CA INDEX NAME) 
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CODEN: PIXXD2 

Patent 

English 

1 



WO 2004046101 
WO 2004046101 

W: AE, AG, AL, 

CO, CR, CU, 

GM, HR, HU, 

LS, LT, LU, 

PG, PH, PL, 

TR, TT, TZ, 

RW: BW, GH, GM, 

BY, KG, KZ, 

ES, FI, FR, 

TR, BF, BJ, 
CA 2506503 
EP 1567506 

R: AT, BE, CH, 

IE, SI, LT, 
PRIORITY APPLN. INFO. : 



KIND 

A2 

A3 
AM, 
CZ, 
ID, 
LV, 
PT, 
UA, 
KE, 
MD, 
GB, 
CF, 

AA 

A2 
DE, 
LV, 



DATE 



20040603 
20040916 
AT, AU, AZ, 
DE, DK, DM, 
IL, IN, IS, 
MA, MD, MG, 
RO, RU, SC, 
UG, UZ, VC, 
LS, MW, MZ, 
RU, TJ, TM, 
GR, HU, IE, 
CG, CI, CM, 
20040603 
20050831 
DK, ES, FR, 
FI, RO, MK, 



APPLICATION NO. 



WO 2003-US35670 



DATE 



20031110 



BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

JP, KE, KG, KP, KR, KZ, LC, LK, LR, 

MK, MN, MW, MX, MZ , NI , NO, NZ , OM, 

SD, SE, SG, SK, SL, SY, TJ, TM, TN, 
VN, YU, ZA, ZM, ZW 

SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ , 

AT, BE, BG, CH, CY, CZ, DE, DK, EE, 

IT, LU, MC, NL, PT, RO, SE, SI, SK, 

GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
CA 2003-2506503 20031110 

EP 2003-768789 20031110 

GB, GR, IT, LI, LU, NL, SE, MC, PT, 
CY, AL, TR, BG, CZ , EE, HU, SK 

US 2002-427544P P 20021120 

WO 2003-US35670 W 20031110 
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OTHER SOURCE (S) : 
GI 



MAR PAT 141:7132 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds . I [wherein one of the positions 6 or 7 of the quinazoline 
ring must be substituted by A, and the remaining positions optionally 
substituted by R2 ; X = N, CH, C-CN; Rl = independently hetero/aryl 
substituted by at least one R6 and optionally substituted by up to three 
R5 groups; R5 = CN, CI, F, Br, lower alkyl, CF3 , CHF2 , N02 , OH and 
derivs.; R6 = H, CN, CI, F, Br, CF3 , CHF2 , 0CF3 , N02 , (un) substituted 
cycloalkyl/aryl/heteroaryl/cyclo/heterocyclyl/alkyl , hetero/aryl, alkenyl, 
alkynyl, heterocyclyl ; A = - (T)m-L (D) -C ( :N-CN) Q; T = (un) substituted 
cycloalkyl/aryl/heteroaryl/cyclo/heterocyclyl/alkyl , hetero/ aryl , alkenyl , 
alkynyl, heterocyclyl; m = 0-1; L = N, CH, CF3, (un) substituted 
alk(en/yn)yl, hetero/aryl, etc.; Q = CH3 and derivs. with provisos; D = H, 
CF3 , CHF2, S02NH2 and derivs., C02H and derivs., CONH2 and derivs., 
(un) substituted alk (en/yn) yl , hetero/aryl, etc.; their enantiomers, 
diastereomers, tautomers, pharmaceutically acceptable salts and prodrugs] 
were prepared as ErbB2 and EGFR inhibitors for treating proliferative 
diseases. Alkylation of 3 -chloro-4- (3 -f luorobenzyloxy) phenylamine (preparation 
given) with 4-chloro-6-iodoquinazoline (preparation given) , Pd-cross coupling 
of the iodide with (prop-2 -ynyl) carbamic acid tert-Bu ester, and 
BOC-deprotection gave the amine II. Condensation of amine II with di-Ph 
cyanocarbonimidate, and reaction with NHMe2 gave the quinazoline 
cyanoguanidine III. Selected I modulated ErbB kinase activity with IC50 
values in the range of 8-33 nM. I are useful for treating cancer and 
inflammation. 

IC ICM C07D 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom) ) 
Section cross-reference (s) : 1, 63 

IT 16064-08-7P 31839-21-1P, 2 -Amino-5 -hydroxy-4 -methoxybenzoic acid 
98556 -31 -IP, 4-Chloro-6-iodoquinazoline 17 8918 -2 9 -IP, 
(Furan-2-ylmethyl) carbamic acid tert-butyl ester 179687-79-7P, 
2- [ (2-Chloro-4-nitrophenoxy) methyl] pyridine 17 96 88-52- 9P, 
7-Methoxyquinazoline-4 , 6-diol 179688-53 -OP, Acetic acid 
4-hydroxy-7-methoxyquinazolin-6-yl ester 202197-26-0P, 
[ 3 - Chloro - 4 - ( 3 - f luorobenzyloxy) phenyl ] amine 202197-31-7P, 
[1- (3-Fluorobenzyl) -lH-indazol-5-yl] amine 2 30955 -75 -6P, Acetic acid 
4-chloro-7-methoxyquinazolin-6-yl ester 383432-25-5P, 

[6- (3-Aminoprop-l-ynyl) quinazolin-4 -yl] [3-methyl-4- [ (6-methylpyridin-3- 
yl)oxy] phenyl] amine 383433 -14 -5P, [3- [4- [ [3 -Methyl -4- (6- 
methylpyridin-3 -yloxy) phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] carbamic 
acid tert-butyl ester 443882 -99-3P, 2 -Chloro- 1- (3 -f luorobenzyloxy) -4- 
nitrobenzene 524 955-09-7P, [3 -Chloro-4- (pyridin-2 -ylmethoxy) phenyl] amine 
529508-58-5P, 1- (3 -Fluorobenzyl ) -5-nitro-lH-indazole 537705 - 06 - 9P , 
[3 -Methyl -4 - ( 6 -methylpyridin- 3 -yloxy) phenyl] amine 6 97299-72-2P, 
[3-Chloro-4- ( 3 -f luorobenzyloxy) phenyl] (6-iodoquinazolin-4-yl) amine 
hydrochloride 697299 -73 -3P, [3- [4- [ [3-Chloro-4- (3- 

f luorobenzyloxy) phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] carbamic acid 
tert-butyl ester 697299 -74 -4P , [6- (3-Aminoprop-l-ynyl) quinazolin- 
4-yl] [3 -chloro-4- (3 -f luorobenzyloxy) phenyl] amine 697299-75-5P, 

1- [3- [4- [ [3-Chloro-4- (3 -f luorobenzyloxy) phenyl] amino] quinazolin- 6 -yl] prop- 

2- ynyl] -2 -phenyl -3 -cyanoisourea 697299-78-8P, 2-Methyl-5- (2-methyl-4- 
nitrophenoxy) pyridine 697299-79-9P, (6-Iodoquinazolin-4-yl) [3- 
methyl-4- [ (6 -methylpyridin- 3 -yl) oxy] phenyl] amine hydrochloride 
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697299-81-3P, [ [5- [4- [ [3-Chloro-4- ( 3 - f luorobenzyloxy) phenyl] amino] quinazol 
in-6-yl] furan-2-yl] methyl] carbamic acid tert-butyl ester 6972 99- 82 -4P, 
[6- (5-Aminomethylfuran-2-yl) quinazolin-4 -yl] [3-chloro-4- (3- 
fluorobenzyloxy) phenyl] amine 697299-83 -5P, 1- [ [5- [4- [ [3-Chloro~4- (3- 
f luorobenzyloxy ) phenyl ] amino] quinazol in- 6 -yl ] f uran- 2 -y 1 ] methyl ] - 2 -phenyl - 3 - 
cyanoisourea 6972 99- 86 -8P, [ (4 -Bromothiazol -2 -yl ) methyl] amine 
697299-87-9P, (4 -Bromothiazol -2 -ylmethyl ) carbamic acid tert-butyl ester 
6972 99-88 -OP, [4- (Trimethylstannyl ) thiazol - 2 -ylmethyl ] carbamic acid 
tert-butyl ester 697299-89-1P, [ [4- [4- [ [3-Methyl-4- (6-methylpyridin-3 - 
yloxy) phenyl] amino] quinazolin-6 -yl] thiazol-2 -yl] methyl] carbamic acid 
tert-butyl ester 697299-90-4P, [6- (2 -Aminomethyl thiazol -4 -yl) quinazolin- 
4-yl] [3-methyl-4- [ (6 -methylpyridin-3 -yl) oxylphenyl] amine 697299-91-5P, 

1- [ [4- [4- [ [3-Methyl-4- (6 -methylpyridin-3 -yloxy) phenyl] amino] quinazolin-6- 
yl] thiazol -2 -yl] methyl] -2 -phenyl -3 -cyanoisourea 6972 99-93 -7P, 

4- [ [3-Chloro-4- (pyridin-2 -ylmethoxy) phenyl] amino] -7-methoxyquinazolin-6-ol 
6972 99- 94 -8P, [3- [ [4- [ [3-Chloro-4- (pyridin-2 -ylmethoxy) phenyl] amino] -7- 
methoxyquinazolin-6-yl] oxy] propyl] carbamic acid tert-butyl ester 

697299- 95-9P, [6- (3 - Am i nop r op oxy) -7 -methoxyquinazolin-4 -yl] [3-chloro-4- 
[ (pyridin- 2 -yl) me thoxy] phenyl] amine 697299-99-3P, 

[1- (3-Fluorobenzyl) -lH-indazol-5-yl] ( 6 -iodoquinazolin-4 -yl) amine 
hydrochloride 697300 -00 -8P , [3- [4- [1- (3 -Fluorobenzyl) -lH-indazol- 

5- ylamino] quinazolin-6-yl] prop-2-ynyl] carbamic acid tert-butyl ester 

6 97 300- 01- 9P, [6- (3 -Aminoprop-l-ynyl) quinazolin-4 -yl] [1- (3- 

f luorobenzyl) -lH-indazol-5-yl] amine 697300 -02 -OP, 1- [3- [4- [1- (3- 
Fluorobenzyl) -lH-indazol-5-ylamino] quinazolin-6-yl] prop-2 -ynyl] -2-phenyl-3- 
cyanoisourea 697300 -04-2P, [3- [4- [ [1- (3 -Fluorobenzyl) -lH-indazol- 
5-yl] amino] quinazolin-6 -yl] allyl] carbamic acid tert-butyl ester 
RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(intermediate; preparation of quinazolinylcyanoguanidines and 
quinazolaminocyanoamidines as ErbB2 and EGFR inhibitors) 
IT 110-91-8, Morpholine, reactions 350-30-1, 2 -Chloro- l-fluoro-4 - 

nitrobenzene 455-88-9 , 4 -Fluoro-3 -methylnitrobenzene 456-41-7 , 

3 - Fluorobenzyl bromide 456-47-3, (3 -Fluorophenyl) methanol 586-98-1, 
Pyridin - 2 -y lme thanol 617-89-0, ( Furan- 2 -ylmethyl ) amine 661-69-8, 
Hexamethylditin 1121-78-4, 6 -Methylpyridin-3 -ol 3277-47-2, 

2 - Phenyl -N- cyanoisourea 4175-77-3 , 2 , 4 -Dibromothiazole 5326-47-6, 
2-Amino-5-iodobenzoic acid 5401-94-5, 5 -Nitroindazole 31839-20-0, 
5-Hydroxy-4-methoxy-2-nitrobenzoic acid 79463-77-7, Diphenyl 
cyanocarbonimidate 83948-53-2, (3 -Bromopropyl) carbamic acid tert-butyl 
ester 92136-39-5, (Prop-2 -ynyl) carbamic acid tert-butyl ester 

2 04513-31-5, (4 -Bromothiazol- 2 -yl) methanol 6972 99-85-7, 
2-Azidomethyl-4-bromothiazole 697300-05-3 697300-06-4, 

[6- (3-Aminopropen-l-yl) quinazolin-4 -yl] [1- (3 -fluorobenzyl) -lH-indazol-5- 
yl] amine 697300-07-5, 1- [3- [4- [ [1- (3 -Fluorobenzyl) -lH-indazol-5- 
yl] amino] quinazolin-6-yl] allyl] -2 -phenyl -3 -cyanoisourea 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of quinazolinylcyanoguanidines and quinazolaminocyanoamidines 
as ErbB2 and EGFR inhibitors) 
IT 383432-25-5P, [6- (3 -Aminoprop-l-ynyl) quinazolin-4 -yl] [3-methyl-4- 
[ (6-methylpyridin-3-yl)oxy]phenyl] amine 38343 3- 14 -5P, 

[3- [4- [ [3 -Methyl -4- (6 -methylpyridin-3 -yloxy) phenyl] amino] quinazolin-6- 
yl] prop-2 -ynyl] carbamic acid tert-butyl ester 697299-72-2P, 
[3 -Chloro- 4- (3 -f luorobenzyloxy) phenyl] (6-iodoquinazolin-4 -yl) amine 
hydrochloride 697299 -73 -3P , [3- [4 - [ [3-Chloro-4 - (3- 

f luorobenzyloxy) phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] carbamic acid 
tert-butyl ester 697299-74-4P, [6- (3 -Aminoprop-l-ynyl) quinazol in- 

4- yl] [3-chloro-4- (3 -f luorobenzyloxy) phenyl] amine 697299-79-9P, 

( 6 - Iodoquinazol in-4 -yl ) [3 -methyl -4 - [ ( 6 -me thylpyr idin- 3 -yl ) oxy] phenyl ] amine 
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hydrochloride 697299-99-3P, [1- (3 -Fluorobenzyl) - lH-indazol-5- 
yl] (6-iodoquinazolin-4-yl) amine hydrochloride 697300-00-8P, 
[3- [4- [1- (3 -Fluorobenzyl) -lH-indazol-5-ylamino] quinazolin-6 -yl] prop-2 - 
ynyl] carbamic acid tert-butyl ester 697300 -01-9P, 

[6- (3-Aminoprop-l-ynyl) quinazolin-4-yl] [1- (3 -fluorobenzyl) - lH-indazol-5 - 
yl] amine 697300-04-2P, [3- [4- [ [1- (3 -Fluorobenzyl) -lH-indazol-5- 
yl] amino] quinazolin-6-yl] allyl] carbamic acid tert-butyl ester 
RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(intermediate; preparation of quinazolinylcyanoguanidines and 
quinazolaminocyanoamidines as ErbB2 and EGFR inhibitors) 
RN 383432-25-5 CAPLUS 

CN 4-Quinazolinamine, 6- ( 3 -amino- 1-propynyl ) -N- [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] - (9CI) (CA INDEX NAME) 




RN 383433-14-5 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-methyl-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 
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Me 



RN 697299-72-2 CAPLUS 

CN 4-Quinazolinamine, N- [3-chloro-4- [ (3 -f luorophenyl ) methoxy] phenyl] -6-iodo-, 
hydrochloride (9CI) (CA INDEX NAME) 




•x HC1 



RN 697299-73-3 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-chloro-4- [ (3-f luorophenyl) met hoxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 697299-74-4 CAPLUS 

CN 4-Quinazolinamine, 6- ( 3 - amino -1-propynyl) -N- [3-chloro-4- [ (3- 
fluorophenyl) methoxy] phenyl] - (9CI) (CA INDEX NAME) 




RN 697299-79-9 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3-methyl-4- [ (6-methyl- 3 -pyridinyl) oxy] phenyl] - 
, hydrochloride (9CI) (CA INDEX NAME) 
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•x HC1 



Me 

697299-99-3 CAPLUS 

4-Quinazolinamine, N- [1- [ (3 -fluorophenyl) methyl] -lH-indazol-5-yl] -6-iodo- , 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



697300-00-8 CAPLUS 

Carbamic acid, [3- [4 - [ [ (3 -fluorophenyl) methyl] -lH-indazol-5-ylamino] -6- 
quinazolinyl] -2-propynyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 697300-01-9 CAPLUS 

CN 4-Quinazolinamine, 6- (3 -amino- 1-propynyl ) -N- [1- [ (3 -fluorophenyl) methyl] -1H- 
indazol-5-yl] - (9CI) (CA INDEX NAME) 



H 2 N- CH 2 -C= C 




RN 697300-04-2 CAPLUS 

CN Carbamic acid, [3- [4- [ [1- [ (3 -fluorophenyl) methyl] -lH-indazol-5-yl] amino] -6- 
quinazolinyl] -2-propenyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




IT 697300-06-4, [6- (3 -Aminopropen- 1-yl ) quinazolin-4 -yl] [l-(3- 
f luorobenzyl) -lH-indazol-5-yl] amine 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of quinazolinylcyanoguanidines and quinazolaminocyanoamidines 
as ErbB2 and EGFR inhibitors) 
RN 697300-06-4 CAPLUS 

CN 4-Quinazolinamine, 6- (3 -amino- 1-propenyl) -N- [1- [ (3 -fluorophenyl) methyl] -1H- 
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TITLE : 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2003 :472506 CAPLUS 
139:41834 

Preparation of (E) -2 -methoxy-N- (3- {4- [3-methyl-4 - (6- 
methylpyridin-3-yloxy) phenylamino] quinazolin-6- 
yl}allyl) acetamide salts 

Richter, Daniel Tyler; Kath, John Charles 

Pfizer Products Inc., USA 

PCT Int. Appl . , 22 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2003050108 Al 20030619 WO 2002-IB4708 20021111 

WO 2003050108 CI 20031218 

W: AE, AG, AL, AM, AT, AU, AZ , BA, BB , BG, BR, BY, BZ, CA, CH, CN, 

CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES, FI , GB, GD, GE, GH, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, 

LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, OM, PH, 

PL, PT, RO, RU, SC, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TR, TT, 

TZ, UA, UG, US, UZ, VN, YU, ZA, ZM, ZW 

RW: GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ , UG, ZM, ZW, AM, AZ, BY, 

KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES , 

FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, SK, TR, BF, BJ, CF, 

CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 

CA 2469889 AA 20030619 CA 2002-2469889 20021111 

EP 1456199 Al 20040915 EP 2002-804543 20021111 

R: AT, BE, CH, DE, DK, ES , FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ , EE, SK 

BR 2002014876 A 20041228 BR 2002-14876 20021111 

JP 2005511744 T2 20050428 JP 2003-551132 20021111 

US 2003158217 Al 20030821 US 2002-315862 20021210 

US 6844349 B2 20050118 

ZA 2004002995 A 20050420 ZA 2004-2995 '20040420 

NO 2004002925 A 20040907 NO 2004-2925 20040709 

PRIORITY APPLN. INFO.: US 2001-340885P P 20011212 

WO 2002-IB4708 W 20021111 

AB The invention relates to succinate and malonate salts of 
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(E) -2-methoxy-N- (3- {4- [3 -methyl-4 - (6-methyl -pyridin-3 - 

yloxy) phenylamino] quinazolin-6-yl }allyl) acetamide (I) . More particularly, 
the present invention relates to pharmaceutical compns . containing 
sesqui-succinate and dimalonate salts of I. The invention further relates 
to methods of treating hyperprolif erative diseases, such as cancers, in 
mammals, especially humans by administering the above salts. A salt was 
prepared 

by the reaction of the quinazolinylallylacetamide derivative with malonic 
acid. 

IC I CM C07D401-12 

ICS A61K031-505 
CC 63-6 (Pharmaceuticals) 

Section cross-reference (s) : 1, 28 
IT 383430-52-2P 383432-27-7P 383432-38-0P 

383434-54-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of me thoxy (methyl (methylpyridinyloxy) phenylamino) quinazolinylal 
lylacetamide salts) 
IT 543681-31-8P 543681-32-9P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(preparation of me thoxy (methyl (methylpyridinyloxy) phenylamino) quinazolinylal 
lylacetamide salts) 
IT 383430-52-2P 383432-27-7P 383432-38-0P 
383434-54-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of me thoxy (methyl (methylpyridinyloxy) phenylamino) quinazolinylal 
lylacetamide salts) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




CI 



RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6- [ (IE) -3 - amino -1-propenyl] -N- [3-chloro-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6 -methyl -3 - 

pyridinyljoxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3 - [4 - [ [3 -chloro-4 - [ (6 -methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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IT 543681-31-8P 543681-32-9P 

RL: SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(preparation of me thoxy (methyl (methylpyridinyloxy) phenylamino) quinazolinylal 
lylacetamide salts) 
RN 543681-31-8 CAPLUS 

CN Butanedioic acid, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - [ [3 -methyl-4 - [ (6- 

methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(3:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C2 7 H27 N5 03 

Double bond geometry as shown. 



MeO' 




CM 2 

CRN 110-15-6 
CMF C4 H6 04 



H02C- CH2~ CH2— CO2H 



RN 543681-32-9 CAPLUS 

CN Propanedioic acid, compd. with 2 -methoxy-N- [ (2E) -3 - [4 - [ [3 -methyl -4 - [ (6 - 

methyl - 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H2 7 N5 03 

Double bond geometry as shown. 
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MeO' 




Me 



CM 2 

CRN 141-82-2 
CMF C3 H4 04 



HO2C-CH2-CO2H 
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AB This invention relates to quinazoline derivs . that are useful in the 
treatment of abnormal cell growth, such as cancer, in mammals. For 
instance, 4 -ethynylpiperidine- 1-carboxylic acid tert-Bu ester is coupled 
to 4-chloro-6-iodoquinazoline (THF, i-Pr2NH, (Ph3P) 2PdC12 , Cul) and the 
product reacted with 3 -Methyl-4- [pyridin-3 -yloxy] phenylamine 
(dichloroethane, t-BuOH, 90°) and finally treated with HC1 gas to 
give I. The invention further relates to small mols. that are selective 
for erbB2 receptor over the erbBl receptor, wherein said erbB2 inhibitor 
has a range of selectivities for erbB2 over erbBl between 50-1500. 

IC ICM A61K031-517 

ICS A61P035-00; C07D401-12 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 
Section cross-reference (s) : 1 

IT 383430-46-4P, [3-Methyl-4- [pyridin-3 -yloxy] phenyl] [6- [piperidin-4 - 
ylethynyl] quinazolin-4 -yl] amine 3834 30-48- 6P, 

2- Dimethylamino-N- [3- [4- [ [3 -methyl-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide hydrochloride 
383430-49-7P, N- [3- [4- [ [3-Chloro-4- [6 -methylpyridin- 3 - 
yloxy] phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] -N ' -methylurea 
383430-51-1P, [3-Methyl-4- [pyridin-3 -yloxy] phenyl] [6- [3- [morpholin-4 - 
yl] propenyl] quinazolin-4 -yl] amine 383430- 52 -2P 
383430-53-3P 383430 -54 -4P , (E) -2 -Hydroxy-N- [3- [4- [ [3- 
methyl-4- [6 -methylpyridin- 3 -yloxy] phenyl] amino] quinazolin-6 - 
yl]allyl] isobutyramide 383430-77-1P, [3- [4- [ [3-Methyl-4- [pyridin- 

3 - yloxy] phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] carbamic acid methyl 
ester 383430-82 -8P, 2-Dimethylamino-N- [3- [4- [ [3-methyl-4- 
[pyridin-3-yloxy] phenyl] amino] quinazolin-6-yl] prop-2-ynyl] acetamide 
383432-03-9P, N- [3 - [4 - [ [3 -Chloro-4 - [pyridin-3 - 
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yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] -N 1 -ethylurea 
383432-04-0P, N-Ethyl-N' - [3- [4- [ [3 -methyl -4 - [pyridin-3- 
yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] urea 383432-38-0P 
383432-63-1P, (E) -Cyclopropanecarboxylic acid N- [3 - [4 - [ [3 -methyl -4 - 

[6 -methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6-yl] allyl] amide 
383432-72-2P, (E) -Cyclopropanecarboxylic acid N- [3 - [4 - [ [3 -chloro-4 - 

[6 -methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6 -yl] allyl] amide 
383434-46-6P, (E) - [3- [4- [ [3-Methyl-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] allyl] carbamic acid methyl ester 
383434-48-8P, (E) -Cyclopropanecarboxylic acid N- [3 - [4 - [ [3 -methyl -4 - 
[pyridin-3 -yloxy] phenyl] amino] quinazolin-6 -yl] allyl] amide 
544437-84-5P, 2-Chloro-N- [3- [4- [ [3-methyl-4- [pyridin-3- 
yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide hydrochloride 
544437-85-6P, N- [3- [4- [5 -Methyl - 6 -phenoxypyridin-3 -ylamino] quinazolin-6- 
yl] prop -2 -ynyl] -2 -oxopropionamide 544437 -86 -7P , 

2- Methoxy-N- [3- [4- [ [4- [3 -methoxyphenoxy] -3 -methylphenyl] amino] quinazolin-6 - 
yl] prop -2 -ynyl] acetamide 544437-87-8P, (E) -5-Methylisoxazole-3 - 
carboxylic acid N- [3- [4- [ [3-methyl-4- [6 -methylpyridin-3 - 

yloxy] phenyl] amino] quinazolin-6-yl] allyl] amide 544437 -88-9P, 

3- Methoxypyrrolidine-l-carboxylic acid N- [1 , l-dimethyl-3 - [4- [ [3-methyl-4- 
[6-methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] amide 
544437 -89 -OP, 3 -Methyl isoxazole- 5 -carboxylic acid 

N- [3- [4- [ [3 -methyl -4- [ 6 -methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6 - 
y 1 ] prop - 2 -ynyl ] amide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(quinazoline derivs . for treatment of abnormal cell growth) 
IT 110-91-8, Morpholine, reactions 7458-03-9, 2 -Chloro-N-prop-2 - 

ynylacetamide 40635-66-3, 2 -Acetoxyisobutyryl chloride 63126-47-6, 
( + ) - (S) -2- [Me thoxymethyl] pyrrolidine 98556-31-1, 4-Chloro-6- 
iodoquinazoline 287192-97-6, 4 -Ethynylpiperidine-1 -carboxylic acid 
tert-butyl ester 383430-47-5, 2-Chloro-N- [3- [4- [ [3-methyl-4- [pyridin-3- 
yloxy]phenyl] amino] quinazolin-6 -yl] prop-2-ynyl] acetamide 383430-73-7, 
3- [4- [ [3 -Methyl -4- [pyridin-3 -yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -yn- 
l-ol 383432-26-6 383434-29-5, [3 - [4 - [ [3 -Chloro-4 - [6 - 

methylpyridin-3 -yloxy] phenyl] amino] quinazolin- 6 -yl] prop-2 -ynyl] carbamic 
acid tert-butyl ester 383434-56-8, 3 -Methyl-4 - [pyridin-3 - 
yloxy] phenylamine 3834 34-57-9, [3-[4-[ [3 -Chloro-4- [6 -methylpyridin-3 - 
yloxy] phenyl] amino] quinazolin-6 -yl] prop -2 -ynyl] carbamic acid phenyl ester 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(quinazoline derivs. for treatment of abnormal cell growth) 
IT 287193-30-0P, 2-Chloro-N- [3- [4 -chloroquinazolin-6-yl] prop-2 -ynyl] acetamide 
383432-27-7P 383434-51-3P, 4- [4 -Chloroquinazolin-6 - 

ylethynyl] piperidine-1 -carboxylic acid tert-butyl ester 383434 -53 -5P, 
[6- [3-Chloropropenyl] quinazolin-4 -yl] [3-methyl-4- [pyridin-3- 
yloxy] phenyl] amine 383434-54-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(quinazoline derivs. for treatment of abnormal cell growth) 
IT 383430-48-6P, 2 -Dimethylamino-N- [3- [4- [ [3-methyl-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide hydrochloride 
383430-49-7P, N- [3- [4- [ [3-Chloro-4- [6-methylpyridin-3 - 
yloxy ] phenyl] amino] quinazol in- 6 -yl] prop -2 -ynyl] -N' -methylurea 
383430-52-2P 383430-53-3P 383430-54-4P, 
(E) -2-Hydroxy-N- [3- [4- [ [3-methyl-4- [6-methylpyridin-3 - 
yloxy] phenyl] amino] quinazolin-6-yl] allyl] isobutyramide 
383430-77-1P, [3- [4- [ [3 -Methyl-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] carbamic acid methyl ester 
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383430-82-8P, 2 -Dimethylamino-N- [3- [4- [ [3-methyl-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide 

383432-03-9P, N- [3- [4- [ [3-Chloro-4- [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop -2 -ynyl] -N 1 -ethylurea 

383432-04-0P, N-Ethyl-N' - [3- [4- [ [3 -methyl-4 - [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] prop -2 -ynyl] urea 383432 -38-0P 

383432-63-1P, (E) -Cyclopropanecarboxylic acid N- [3 - [4 - [ [3 -methyl-4 - 

[6-methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6-yl] allyl] amide 
383432-72-2P, (E) -Cyclopropanecarboxylic acid N- [3 - [4 - [ [3 -chloro-4 - 

[6 -methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6-yl] allyl] amide 
383434-46-6P, (E) - [3- [4- [ [3 -Methyl -4 - [pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl] allyl] carbamic acid methyl ester 
383434-48-8P, (E) -Cyclopropanecarboxylic acid N- [3- [4- [ [3 -methyl -4- 
[pyridin-3 -yloxy] phenyl] amino] quinazolin- 6 -yl] allyl] amide 
544437-84-5P, 2-Chloro-N- [3- [4- [ [3 -methyl -4- [pyridin-3- 
yloxy] phenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide hydrochloride 
544437-86-7P, 2-Methoxy-N~ [3- [4- [ [4- [3 -methoxyphenoxy] -3- 
methylphenyl] amino] quinazolin-6-yl] prop-2 -ynyl] acetamide 
544437-87-8P/ (E) -5 -Methylisoxazole-3 -carboxylic acid 

N- [3- [4- [ [3-methyl-4- [6 -methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6- 

yl] allyl] amide 544437-88-9P, 3 -Methoxypyrrolidine- 1 -carboxylic 

acid N- [1, 1 -dimethyl -3- [4- [ [3-methyl-4- [6-methylpyridin-3 - 

yloxy] phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] amide 544437-89-0P 

, 3-Methylisoxazole-5-carboxylic acid N- [3- [4- [ [3-methyl-4- [6- 
methylpyridin-3 -yloxy] phenyl] amino] quinazolin-6 -yl] prop-2 -ynyl] amide 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(quinazoline derivs . for treatment of abnormal cell growth) 
RN 383430-48-6 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3 -methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] monohydrochloride 
(9CI) (CA INDEX NAME) 




NH 



Me 




O 




^N 



• HC1 
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RN 383430-49-7 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2 -propynyl] -N' -methyl- (9CI) (CA INDEX NAME) 




Me 



RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383430-53-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (methoxymethyl) -N- [ (2E) -3- [4- [ [3 -methyl -4- [ (6- 
methyl- 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry as shown. 
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Me 



RN 383430-54-4 CAPLUS 

CN Propanamide, 2 -hydroxy- 2 -methyl -N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383430-77-1 CAPLUS 

CN Carbamic acid, [3- [4- [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - , methyl ester (9CI) (CA INDEX NAME) 
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RN 383430-82-8 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3 -methyl-4 - (3- 

pyridinyloxy) phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383432-03-9 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2- 
propynyl] -N' -ethyl- (9CI) (CA INDEX NAME) 



EtNH- C— NH— CH2~ 




RN 383432-04-0 CAPLUS 

CN Urea, N-ethyl-N' - [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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RN 383432-38-0 CAPLUS 

CN Acetamide, 2 -methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



MeO' 




Me 



RN 383432-63-1 CAPLUS 

CN Cyclopropanecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 



Double bond geometry as shown. 
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RN 383432-72-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-46-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propenyl] - , methyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383434-48-8 CAPLUS 
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CN Cyclopropanecarboxamide, N- [ (2E) -3- [4 - [ [3 -methyl -4- (3- 
pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] - 
NAME) 



(9CI) (CA INDEX 



Double bond geometry as shown. 




Me 

RN 544437-84-5 CAPLUS 

CN Acetamide, 2-chloro-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] monohydrochloride (9CI) (CA INDEX NAME) 



C1CH 2 - C~ NH- CH 2 ~ C= C 




HC1 



RN 544437-86-7 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [4- (3 -methoxyphenoxy) -3 -methylphenyl] amino] 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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RN 544437-87-8 CAPLUS 

CN 3-Isoxazolecarboxamide, 5 -methyl -N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 544437-88-9 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [1, 1 -dimethyl -3 - [4- [ [3 -methyl -4- [ (6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -3-methoxy- (9CI) 
(CA INDEX NAME) 
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Me 



RN 544437-89-0 CAPLUS 

CN 5-Isoxazolecarboxamide, 3-methyl-N- [3- [4- [ [3~methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



IT 383432-26-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(quinazoline derivs . for treatment of abnormal cell growth) 
RN 383432-26-6 CAPLUS 

CN 4-Quinazolinamine, 6- [ (IE) -3 - amino- 1-propenyl] -N- [3 -methyl -4- [ (6 -methyl -3- 
pyridinyl ) oxy] phenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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IT 383432-27-7P 383434-54-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(quinazoline derivs . for treatment of abnormal cell growth) 
RN 383432-27-7 CAPLUS 

CN 4 -Quinazolinamine , 6- [ (IE) -3 - amino -1-propenyl] -N- [3-chloro-4- [ (6-methyl-3- 
pyridinyl ) oxy] phenyl ] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3 - [4 - [ [3 -chloro-4 - [ (6 -methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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AB Arylaminoquinazolines I [Rl = H, alkyl; R2 = halo, CN, N02 , F3CO, F3C, N3 , 
(un) substituted OH, NH2 , alkyl, alkenyl, alkynyl, acyl; R3 = heterocyclyl , 
heterocyclylalkyl; R4 = (un) substituted alkynyl, alkenyl; R5 = halo, 
(un) substituted OH NH2 , alkyl, CONH2 , S02NH2 ; m = 0-3; n = 0-4] were 
prepared for use in treating abnormal cell growth in mammals (no data) . 
Thus, 4-chloro-6-iodoquinazoline was treated with 3 - (4 -amino-2 - 
methylphenoxy) -6-methylpyridine to give the aminoquinazoline II [R6 = I] 
which was treated with MeOCH2CONHCH2C . tplbond . CH under Suzuki coupling 
conditions to give II [R6 = MeOCH2CONHCH2CH : CH] . 

IC ICM C07D401-12 

ICS C07F005-02; C07C235-04 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom) ) 
Section cross-reference (s) : 1 

IT 537705-05-8P 537705 -07 -OP, N-Propargyl -2 -methoxyacetamide 
537705-09-2P 537705-10-5P 537705-11-6P 
RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(processes for the preparation of substituted arylaminoquinazolines for the 
treatment of abnormal cell growth) 

IT 383430-46-4P 383430-52-2P 383430-55-5P 383430-69-1P 

383430- 82-8P 383431-07-0P 383431-08-1P 383431-09-2P 

383431- 59-2P 383431-72-9P 383431-80-9P 

383432- 02-8P 383432-38-0P 383432-58-4P 

383432- 65-3P 383433-03-2P 383433-08-7P 

383433- 12-3P 383433-40-7P 383433-57-6P 
383433-81-6P 537705-08-1P 

RL: SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(processes for the preparation of substituted arylaminoquinazolines for the 
treatment of abnormal cell growth) 
IT 537705-05-8P 537705-10-5P 537705-11-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(processes for the preparation of substituted arylaminoquinazolines for the 
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treatment of abnormal cell growth) 
RN 537705-05-8 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3-methyl-4- [ (6 -methyl -3 -pyridinyl ) oxy] phenyl] - 
(9CI) (CA INDEX NAME) 




Me 



RN 537705-10-5 CAPLUS 

CN 4-Quinazolinamine, 6-iodo-N- [3-methyl-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] - 
, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



Me 



RN 537705-11-6 CAPLUS 

CN 4-Quinazolinamine, 6-chloro-N- [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] - (9CI) (CA INDEX NAME) 
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Me 



IT 383430-52-2P 383430-69-1P 383430-82-8P 
383431-09-2P 383431-59-2P 383431-72-9P 

383431- 80-9P 383432-02-8P 383432-38-0P 

383432- 58-4P 383432-65-3P 383433-03-2P 

383433- 08-7P 383433-12-3P 383433-40-7P 
383433-81-6P 537705-08-1P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(processes for the preparation of substituted arylaminoquinazolines for the 
treatment of abnormal cell growth) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383430-69-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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RN 383430-82-8 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383431-09-2 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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RN 383431-59-2 CAPLUS 

CN Acetamide, 2-fluoro-N- [3- [4- [ [3 -methyl -4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383431-72-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 



Page 69 



Truong 10/821906 



01/20/2006 



AcNH- CH2~ 




Me 



RN 383431-80-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl -4 - [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



AcNH— CH2~ 




Me 



RN 383432-02-8 CAPLUS 

CN Urea, N-ethyl-N' - [3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-58-4 CAPLUS 

CN 5-Isoxazolecarboxamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 383432-65-3 CAPLUS 

CN Acetamide, 2>-ethoxy-N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



EtO' 




RN 383433-03-2 CAPLUS 

CN 1- Pyrrol idinecarboxamide , 2- (hydroxymethyl) -N- [3- [4- [ [3-methyl-4- [ fe- 
me thyl- 3 -pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) 
(CA INDEX NAME) 
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Me 



RN 383433-08-7 CAPLUS 

CN Acetamide, 2-methoxy-N- [1- [ [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] ethynyl] cyclopropyl] - (9CI) 
(CA INDEX NAME) 




Me 



RN 383433-12-3 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-40-7 CAPLUS 

CN Urea, N- [1 , 1 -dimethyl -3 - [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -N 1 -ethyl- (9CI) 
(CA INDEX NAME) 



O 



EtNH- C- NH 

I 

Me- C— 




Me 



RN 383433-81-6 CAPLUS 

CN 1- Piper idinecarboxamide, N- [3- [4- [ [3 -methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 537705-08-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3 -methyl -4 - [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 




Me 



2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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137:185509 
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inhibitors of tyrosine-specif ic protein kinase 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Compds. represented by the following general formula (I) or 

pharmaceutically acceptable salts thereof, hydrates or solvates of the 
same or mixts . of optically active isomers, racemic compds. or 
diastereomers of the same [n = an integer of 0-3; Rl = H, halo, HO, cyano, 
N02, CF3, Cl-5 alkyl, Cl-5 alkoxy, S(0)f-Cl-5 alkyl (wherein f = an 
integer of 0-2), (un) substituted NH2 ; one of R2 and R2 is R27S02NH, 
(R28S02)2N, Cl-5 alkoxy, MeCOCH2CONH, MeSCH2CH20CONH, orNCCH2CONH, etc. 
(wherein R27, R28 = optionally morpholino- substituted Cl-5 alkyl) and the 
other one represents Y (CR12R13 ) mCR8R9C . tplbond . C, Y (CR12R13 ) mCR8R9CH : CH, 
Q, Ql (wherein R8, R9 = H, optionally HO- or Cl-5 alkoxy substituted Cl-5 
alkyl, or CR8 R9 together represent CO or C3-8 cycloalkylene optionally 
interrupted by O, S, NH, or alkyl-N; Y = H,HO, Cl-5 alkoxy, Cl-5 
alkanoyloxy, etc.; Rll, R12 = H, Cl-5 alkyl; m = an integer of 0-3; p, q = 
2,3; Z = 0, S, SO, S02 , CO, optionally substituted NH; pi, p2 = an integer 
of 1-3; nl = 0,1; W = H,HO, Cl-5 alkoxy, Cl-5 alkanoyloxy, C02H, cyano, 
di-Cl-5 alkyamino, morpholino, etc.)] are prepared These compds. have an 
excellent protein kinase inhibitory activity specific to tyrosine and, 
therefore, are usable as drugs, in particular, remedies/preventives for 
various cancers, diseases caused by arteriosclerosis or psoriasis. Thus, 
1- (1, 1 -dimethyl -2 -propynyl) -4 -methylpiperazine was treated with 
4,4,5, 5-tetramethyl-l,3,2-dioxaborane in the presence of PhCl(PPh3)3 in 
THF/CH2C12 at room temperature and coupled with 

4- (3-chloro-4-f luorophenylamino) - 
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6-methoxy-7-quinazolinyl triflate (preparation given) in the presence of 
PdC12 (dppf ) . CH2C12 [dppf = 1 , 1 1 -bis (diphenylphosphino) ferrocene] in a 
mixture of DMF and 2 m aqueous Na2C03 80° for 1 h to give the title 
compound (II). II.HC1 showed IC50 of 0.82 nM against EGF receptor tyrosine 
kinase . 

IC ICM C07D239-94 

ICS C07D401-06; C07D401-12; C07D405-06; A61K031-517; A61K031-5377 ; 
A61K031-551; A61P043-00; A61P035-00; A61P009-10; A61P017-06 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 
Section cross-reference ( s) : 1, 7 
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-9P 


451493 


-86- 


OP 


451493 


-87 


-IP 


451493 


-88 


-2P 


451493 


-89 


-3P 


451493- 


90 


-6P 


451493 


-91- 


7P 


451493 


-92 


-8P 


451493 


-93 


-9P 


451493 


-94 


-OP 


451493- 


95 


-IP 


451493 


-96- 


2P 


451493 


-97 


-3P 


451493 


-98 


-4P 


451493 


-99 


-5P 


451494- 


00 


-IP 


451494 


-01- 


2P 


451494 


-02 


-3P 


451494 


-03 


-4P 


451494 


-04 


-5P 


451494- 


05 


-6P 


451494 


-06- 


7P 


451494 


-07 


-8P 


451494 


-08 


-9P 


451494 


-09 


-OP 


451494- 


10 


-3P 


451494 


-11- 


4P 


451494 


-12 


-5P 


451494 


-13 


-6P 


451494 


-14 


-7P 


451494- 


15 


-8P 


451494 


-16- 


9P 


451494 


-18 


-IP 


451494 


-20 


-5P 


451494-21-6P 


451494-25 


-OP 


451494-27-2P 








451494 


-28 


-3P 


451494 


-29 


-4P 


451494- 


98 


-7P 


451495 


-01- 


5P 


451495 


-11 


-7P 


451495 


-12 


-8P 


451498 


-59 


-2P 





















RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of phenylaminoquinazoline derivs . as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
IT 63-68-3, L-Methionine, reactions 68-12-2, DMF, reactions 78-77-3, 

Isobutyl bromide 79-10-7, Acrylic acid, reactions 99-03-6 99-98-9, 
N,N-Dimethyl-1, 4 -diaminobenzene 106-94-5, Propyl bromide 107-13-1, 
Acrylonitrile, reactions 108-24-7, Acetic anhydride 108-44-1, 
m-Tolylamine, reactions 109-01-3, 1-Methylpiperazine 110-85-0, 
Piperazine, reactions 110-91-8, Morpholine, reactions 124-63-0, 
Methanesulf onyl chloride 358-23-6, Trif luoromethanesulf onic anhydride 
367-21-5, 3-Chloro-4-f luoroaniline 372-09-8, Cyanoacetic acid 
506-59-2, Dimethylamine hydrochloride 536-90-3, 3 -Methoxyaniline 
544-92-3, Copper (I) cyanide 590-17-0, Bromoacetonitrile 627-41-8, 
3-Methoxypropyne 627-42-9, 2 -Chloroethyl methyl ether 674-82-8, Ketene 
dimer 925-90-6, Ethylmagnesium bromide 1126-09-6 1604-29-1 
1622-32-8, 2-Chloroethanesulfonyl chloride 2237-30-1, 
3-Aminobenzonitrile 2450-71-7, Propargylamine 3460-18-2, 
2 , 5 -Dibromo-1 -nitrobenzene 3473-63-0, Formamidine acetate 4971-56-6, 
Tetronic acid 5382-16-1, 4-Hydroxypiperidine 5460-70-8, 
1, 3-Diethoxyacetone 23418-85-1 24424-99-5, Di-tert-butyl dicarbonate 
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2 9943-42-8 , 4 -Oxotetrahydropyran 35161-71-8, N-Methylpropargylamine 
38346-95-1 53449-14-2 53449-15-3 69088-96-6 72547-44-5 
79099-07-3, tert -Butyl 4 -oxo- 1-piperidinecarboxylate 89642-24-0 
17 9246-15-2 184475-71-6 193 001-44-4, 7 -Benzyloxy-4 -chloro- 6 - 
methoxyquinazoline hydrochloride 230955-75-6 451494-38-5 
451494-99-8 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of phenylaminoquinazoline derivs . as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
IT 5551-12-2P, 4-Bromo-2-nitrobenzaldehyde 5799-76-8P 7031-23-4P, 

3-Methylthiopropionyl chloride 7223-44-1P 7471-07-OP 14731-39-6P 



20776- 


50- 


5P, 


4-Bromoanthranilic acid 




45813-02-3P 


79603 


-03-5P, 






4-Bromo-2 


-nitrobenzonitrile 


91251-72- 


8P 


99277-71 


-IP, 








4-Bromo-2 


-nitrobenzoic acid 


112253- 


70 


-op, 


4 -Bromoanthranilamide 






147539 


-53 


-5P 


169194-73-4P 


169194- 


80 


-3P 


179552-73 


-9P 








194851 


-16 


-6P 


240400-96-8P 


388121- 


83 


-3P 


423162- 


80-5P 


451492 


-98 


-IP 


451493 


-.23 


-5P 


451493-24-6P 


451493- 


26 


-8P 


451493- 


27-9P 


451493 


-62 


-2P 


451494 


-17 


-OP 


451494-22-7P 


451494- 


23 


-8P 


451494- 


26-1P 


451494 


-30 


-7P 


451494 


-31 


-8P 


451494-33-0P 


451494-34 


-IP 


451494-35 


-2P 








451494 


-36 


-3P 


451494-39-6P 


451494- 


40 


-9P 


451494- 


41-0P 








451494 


-42 


-IP 


451494-43-2P 


451494- 


44 


-3P 


451494- 


45-4P 


451494 


-46 


-5P 


451494 


-47 


-6P 


451494-48-7P 


451494- 


49 


-8P 


451494- 


50-lP 


451494 


-51 


-2P 


451494 


-52 


-3P 


451494-53-4P 


451494- 


54 


-5P 


451494- 


55-6P 


451494 


-56 


-7P 


451494 


-57 


-8P 


451494-58-9P 


451494- 


59 


-OP 


451494- 


60-3P 


451494 


-61 


-4P 


451494 


-62 


-5P 


451494-63-6P 


451494- 


64 


-7P 


451494- 


65-8P 


451494 


-66 


-9P 


451494 


-67 


-OP 


451494-68-1P 


451494- 


69 


-2P 


451494- 


70-5P 


451494 


-71 


-6P 


451494 


-72 


-7P 


451494-73-8P 


451494- 


74 


-9P 


451494- 


75-OP 


451494 


-76 


-IP 


451494 


-77 


-2P 


451494-78-3P 


451494- 


79 


-4P 


451494- 


80-7P 


451494 


-81 


-8P 


451494 


-82 


-9P 


451494-83-0P 


451494- 


84 


-IP 


451494- 


85-2P 


451494 


-86 


-3P 


451494 


-87 


-4P 


451494-88-5P 


451494- 


89 


-6P 


451494- 


90-9P 


451494 


-91 


-OP 


451494 


-92 


-IP 


451494-93-2P 


451494- 


94 


-3P 


451494- 


95-4P 


451494 


-96 


-5P 


451494 


-97 


-6P 


451495-00-4P 


451495-02 


-6P 


451495-03 


-7P 








451495 


-04 


-8P 


451495-05-9P 


451495- 


06 


-OP 


451495- 


07-1P 


451495 


-08 


-2P 


451495 


-09 


-3P 


451495-10-6P 



















RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of phenylaminoquinazoline derivs. as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
IT 451494-21-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of phenylaminoquinazoline derivs. as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
RN 451494-21-6 CAPLUS 

CN 1-Piperazinebutanamide, N- [3- [4- [ (3 -chloro- 4 -f luorophenyl ) amino] -6- [ (1-oxo- 
2-propenyl) amino] -7-quinazolinyl] -1 , 1 -dimethyl -2 -propynyl] -N, 4 -dimethyl - 
Y-OXO- (9CI) (CA INDEX NAME) 
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F 



IT 451494-38-5 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of phenylaminoquinazoline derivs . as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
RN 451494-38-5 CAPLUS 

CN 4, 6-Quinazolinediamine, 7-bromo-N4- (3 -chloro-4 -f luorophenyl) - (9CI) (CA 
INDEX NAME) 




F 



IT 179552-73-9P 451494-33-0P 451494-36-3P 
451495-00-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of phenylaminoquinazoline derivs. as inhibitors of 
tyrosine-specif ic protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
RN 179552-73-9 CAPLUS 

CN 4-Quinazolinamine, 7-chloro-N- ( 3 -chloro-4 -f luorophenyl) -6-nitro- (9CI) 
(CA INDEX NAME) 
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F 



RN 451494-33-0 CAPLUS 

CN 4-Quinazolinamine, 7-bromo-N- ( 3 -chloro-4 -f luorophenyl ) -6-nitro- (9CI) (CA 
INDEX NAME) 




F 



RN 451494-36-3 CAPLUS 

CN 4-Quinazolinamine, 7-bromo-N- (3 -chloro-4 -f luorophenyl) -6-nitro-, 
monohydrochloride (9CI) (CA INDEX NAME) 




F 



• HC1 
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RN 451495-00-4 CAPLUS 

CN 4 , 7-Quinazolinediamine, 6-bromo-N4- (3 -chloro-4 -f luorophenyl) - (9CI) (CA 



2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 2 006 ACS on STN 
2001:935582 CAPLUS 
136:69816 

Preparation of substituted 4 -quinazolinamines for the 
treatment of abnormal cell growth 

Kath, John Charles; Bhattacharya, Samit Kumar; Morris, 
Joel 

Pfizer Products Inc., USA 
PCT Int. Appl. , 84 pp. 
CODEN: PIXXD2 
Patent 
English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 


2001098277 




A2 




20011227 




WO 2001- 


IB1046 




20010614 


wo 


2001098277 




A3 




20020613 




















W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


cu, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, GH, 






GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, LR, 






LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


PL, PT, 






RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, US, 






UZ, 


VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 






RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZW, 


AT, 


BE, 


CH, CY, 






DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, BF, 






BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 




CA 


2413424 






AA 




20011227 




CA 2001- 


2413424 




20010614 


EP 


1292591 






A2 




20030319 




EP 2001- 


938484 




20010614 


EP 


1292591 






Bl 




20050202 




















R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR 












BR 


2001011548 




A 




20030506 




BR 2001- 


11548 




20010614 


JP 


2004501139 




T2 




20040115 




JP 2002- 


504233 




20010614 


EE 


200200710 




A 




20040615 




EE 2002- 


710 






20010614 
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NZ 


522568 


A 


20041224 


NZ 


2001 


-522568 


20010614 


AT 


288431 


E 


20050215 


AT 


2001 


-938484 


20010614 


PT 


1292591 


T 


20050630 


PT 


2001 


-938484 


20010614 


ES 


2236240 


T3 


20050716 


ES 


2001 


-1938484 


20010614 


US 


2002169165 


Al 


20021114 


US 


2001 


-883752 


20010618 


US 


6890924 


B2 


20050510 










BG 


107269 


A 


20030630 


BG 


2002 


-107269 


20021112 


ZA 


2002010231 


A 


20040212 


ZA 


2002 


-10231 


20021218 


NO 


2002006166 


A 


20021220 


NO 


2002 


-6166 


20021220 


US 


2005159435 


Al 


20050721 


US 


2005 


-79648 


20050314 


PRIORITY APPLN. INFO.: 






us 


2000 


-213136P 


P 20000622 










wo 


2001 


-IB1046 


W 20010614 










us 


2001 


-883752 


A3 20010618 



OTHER SOURCE(S): MARPAT 136:69816 

GI 



OR3 




AB The title compds . [I; m = 0-3; p = 0-4; Rl, R2 = H, alkyl; R3 = 

(CR1R2) t (4-10 membered heterocycle) ; t = 0-5; R4 = piperidin-4 -ylethynyl , 
3- (morpholin-4-yl)propenyl, 3 -substituted-prop- 1-ynyl , etc.; R5 = halo, 
OH, alkyl, etc.; Rll = halo, CN, N02 , etc.] and their pharmaceutically 
acceptable salts, useful for treating abnormal cell growth in mammals, 
were prepared Thus, alkylating 4 -ethynylpiperidine-l-carboxylic acid 
tert-Bu ester with 4-chloro-6-iodoquinazoline followed by reacting the 
resulting 4- (4 -chloroquinazolin- 6 -ylethynyl) -piperidine-l-carboxylic acid 
tert Bu ester with 3-methyl-4- (pyridin-3 -yloxy) -phenylamine afforded II. 
The exemplified compds. I have IC50 of < 10 uM against erbB2 kinase. 

IC I CM C07D239-00 

CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 

Section cross-reference (s) : 1 
IT 383430-47-5P 383430-50-0P 
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RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) / THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 

cell growth) 

383430-46-4P 383430-48-6P 383430-49-7P 383430-51-1P 
383430-52-2P 383430-53-3P 383430-54-4P 
383430-55-5P 383430-56-6P 383430-57-7P 
383430-58-8P 383430-59-9P 383430-60-2P 
383430-61-3P 383430-62-4P 383430-63-5P 
383430-64-6P 383430-65-7P 383430-66-8P 
383430-67-9P 383430-68-0P 383430-69-1P 

383430-70-4P 383430-71-5P 383430-72-6P 383430-73-7P 
383430-74-8P 383430-75-9P 383430-76-0P 383430-77-1P 
383430-78-2P 383430-79-3P 383430-80-6P 383430-81-7P 
38343 0- 82 -8P 3 8343 0-83-9P 3 8343 0-84 -OP 3 8343 0- 86 -2P 
383430-87-3P 383430-88-4P 383430-89-5P 383430-90-8P 
383430-91-9P 383430-92-0P 383430-93-1P 

383430-94-2P 383430-95-3P 383430-96-4P 383430-97-5P 

383430- 98-6P 383430-99-7P 383431-00-3P 

383431- 01-4P 3 834 31- 03 -6P 3 83431-04 -7P 3 83431- 05 -8P 
383431-06-9P 383431-07-0P 383431-08-1P 383431-09-2P 
383431-10-5P 383431-11-6P 383431-12-7P 383431-13-8P 
383431-14-9P 383431-16-1P 383431-17-2P 383431-18-3P 
383431-19-4P 383431-20-7P 383431-21-8P 383431-22-9P 
383431-23-0P 383431-24-1P 383431-25-2P 

383431-26-3P 383431-27-4P 383431-28-5P 
383431-30-9P 383431-31-0P 383431-32-1P 

383431-33-2P 383431-34-3P 383431-35-4P 383431-36-5P 
383431-37-6P 383431-38-7P 383431-39-8P 383431-40-1P 
383431-41-2P 383431-42-3P 383431-43-4P 
383431-44-5P 383431-45-6P 383431-47-8P 

3 83431-48 -9P 3 83431-49- OP 38343 1-50- 3P 3 83431-51-4P 
383431-52-5P 383431-53-6P 383431-54-7P 
383431-56-9P 383431-57-0P 383431-58-1P 
383431-59-2P 383431-60-5P 383431-61-6P 

383431-62-7P 383431-63-8P 383431-64-9P 383431-65-0P 
383431-66-1P 383431-67-2P 383431-68-3P 383431-70-7P 
383431-71-8P 383431-72-9P 383431-73-0P 383431-74-1P 
383431-75 -2P 3 834 31- 76 -3P 3 83431- 77 -4P 3 83431- 78 -5P 
383431-79-6P 383431-80-9P 383431-81-0P 
383431-82-1P 383431-83-2P 383431-84-3P 
383431-86-5P 383431-87-6P 383431-88-7P 

383431-89-8P 383431-90-1P 383431-91-2P 383431-92-3P 
383431-93-4P 383431-94-5P 383431-95-6P 

383431- 96-7P 383431-97-8P 383431-99-0P 

383432- 00-6P 383432-01-7P 383432-02-8P 
383432-03-9P 383432-04-0P 383432-05-1P 
383432-06-2P 383432-07-3P 383432-08-4P 
383432-09-5P 383432-11-9P 383432-12-0P 
383432-13-1P 383432-14-2P 383432-15-3P 
383432-16-4P 383432-17-5P 383432-18-6P 
383432-19-7P 383432-20-0P 383432-21-1P 

383432-23-3P 383432-24-4P 383432-25-5P 383432-26-6P 

383432-27-7P 383432-28-8P 383432-29-9P 

383432-30-2P 383432-31-3P 383432-32-4P 

383432-33-5P 383432-34-6P 383432-35-7P 

383432-36-8P 383432-38-0P 383432-39-1P 

383432-40-4P 383432-41-5P 383432-42-6P 
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383432 


-43 


-7P 


383432 


-44 


-8P 


383432-45 


-9P 


383432 


-46 


-OP 


383432 


-47 


-IP 


383432-48 


-2P 


383432 


-49 


-3P 


383432 


-50 


-6P 


383432-51 


-7P 


383432 


-53 


-9P 


383432 


-54 


-OP 


383432-55 


-IP 


383432 


-56 


-2P 


383432- 


57-; 


3P 383432- 


58-4P 


383432 


-59 


-5P 


383432 


-60 


-8P 


383432-61 


-9P 


383432 


-62 


-OP 


383432 


-63 


-IP 


383432-64 


-2P 


383432 


-65 


-3P 


383432 


-66 


-4P 


383432-67 


-5P 


383432 


-68 


-6P 


383432 


-70 


-OP 


383432-71 


-IP 


383432 


-72 


-2P 


383432- 


73-: 


3P 383432- 


74-4P 


383432 


-75 


-5P 


383432 


-76 


-6P 


383432- 


77-7P 


383432 


-79 


-9P 


383432 


-80 


-2P 


383432-81 


-3P 


383432 


-82 


-4P 


383432 


-84 


-6P 


383432-85 


-7P 


383432 


-86 


-8P 


383432 


-87 


-9P 


383432-88 


-OP 


383432 


-89 


-IP 


383432 


-90 


-4P 


383432-91 


-5P 


383432 


-92 


-6P 


383432- 


93-' 


7P 383432-94-8P 


383432 


-96 


-OP 













383432-78-8P 



383432-95-9P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 

IT 383432-97-1P 383432-99-3P 383433-00-9P 383433-01-0P 



383432 


-97 


-IP 


383432- 


99-3P 383433-0" 


383433 


-02 


-IP 


383433 


-03 


-2P 


383433 


-04 


-3P 


383433 


-05 


-4P 


383433 


-06 


-5P 


383433 


-07 


-6P 


383433 


-08 


-7P 


383433 


-09 


-8P 


383433 


-10 


-IP 


383433 


-12 


-3P 


383433 


-13 


-4P 


383433 


-14 


-5P 


383433 


-15 


-6P 


383433 


-16 


-7P 


383433 


-17 


-8P 


383433 


-18 


-9P 


383433 


-19 


-OP 


383433 


-21 


-4P 


383433 


-22 


-5P 


383433 


-23 


-6P 


383433 


-24 


-7P 


383433 


-25 


-8P 


383433 


-26 


-9P 


383433 


-27 


-OP 


383433 


-28 


-IP 


383433 


-29 


-2P 


383433 


-30 


-5P 


383433 


-31 


-6P 


383433 


-32 


-7P 


383433 


-33 


-8P 


383433 


-35 


-OP 


383433 


-36 


-IP 


383433 


-37 


-2P 


383433 


-38 


-3P 


383433 


-39 


-4P 


383433 


-40 


-7P 


383433 


-41 


-8P 


383433 


-42 


-9P 


383433 


-43 


-OP 


383433 


-45 


-2P 


383433 


-46 


-3P 


383433 


-47 


-4P 


383433 


-48 


-5P 


383433 


-49 


-6P 


383433 


-50 


-9P 


383433 


-51 


-OP 


383433 


-52 


-IP 


383433 


-53 


-2P 


383433 


-54 


-3P 


383433 


-55 


-4P 


383433 


-56 


-5P 



383433-57-6P 383433-58-7P 383433-59-8P 383433-61-2P 
383433-62-3P 383433-63-4P 383433-64-5P 
383433-65-6P 383433-66-7P 383433-67-8P 
383433-68-9P 383433-69-0P 383433-70-3P 
383433-71-4P 383433-72-5P 383433-73-6P 
383433-74-7P 383433-75-8P 383433-76-9P 
383433-77-0P 383433-78-1P 383433-79-2P 
383433-80-5P 383433-81-6P 383433-82-7P 

383433-84-9P 383433-85-0P 383433-86-1P 383433-87-2P 
383433-88-3P 383433-89-4P 383433-90-7P 
383433-91-8P 383433-93-0P 383433-94-1P 
383433-95-2P 383433-96-3P 383433-97-4P 

383433- 98-5P 383433-99-6P 383434-00-2P 

383434- 01-3P 383434-02-4P 383434-03-5P 
383434-04-6P 383434-06-8P 383434-07-9P 
383434-08-0P 383434-09-1P 383434-10-4P 
383434-11-5P 383434-12-6P 383434-13-7P 
383434-14-8P 383434-15-9P 383434-17-1P 
383434-18-2P 383434-19-3P 383434-20-6P 
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383434-21-7P 383434-22-8P 383434-23-9P 383434-24-0P 
383434-25-1P 383434-27-3P 383434-28-4P 
383434-29-5P 383434-30-8P 383434-31-9P 

383434-32-0P 383434-33-1P 383434-34-2P 383434-35-3P 
383434-36-4P 383434-37-5P 383434-38-6P 

383434-40-0P 383434-41-1P 383434-42-2P 383434-43-3P 
383434-44-4P 383434-45-5P 383434-46-6P 
383434-47-7P 383434-48-8P 383434-49-9P 
383434-50-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 

IT 287193-30-0P 383434-51-3P 383434-53-5P 383434-54-6P 
383434-55-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 
IT 383430-47-5P 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 
RN 383430-47-5 CAPLUS 

CN Acetamide, 2-chloro-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




383430 


-48 


-6P 


383430 


-49 


-7P 


383430 


-52 


-2P 


383430 


-53 


-3P 


383430 


-54 


-4P 


383430 


-56 


-6P 


383430 


-57 


-7P 


383430 


-58 


-8P 


383430 


-59 


-9P 


383430 


-60 


-2P 


383430 


-61 


-3P 


383430 


-63 


-5P 


383430 


-64 


-6P 


383430 


-66 


-8P 


383430 


-67 


-9P 


383430 


-68 


-OP 


383430 


-69 


-IP 


383430 


-70 


-4P 


383430 


-72 


-6P 


383430 


-77 


-IP 


383430 


-79 


-3P 


383430 


-81 


-7P 


383430 


-82 


-8P 


383430 


-89 


-5P 


383430 


-90 


-8P 


383430 


-91 


-9P 


383430 


-93 


-IP 
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383430 


-94 


-2P 


383430 


-96 


-4P 


383430 


-99 


-7P 


383431 


-00 


-3P 


383431 


-01 


-4P 


383431 


-09 


-2P 


383431 


-12 


-7P 


383431 


-14 


-9P 


383431 


-16 


-IP 


383431 


-21 


-8P 


383431 


-22 


-9P 


383431 


-23 


-OP 


383431 


-24 


-IP 


383431 


-25 


-2P 


383431 


-26 


-3P 


383431 


-27 


-4P 


383431 


-28 


-5P 


383431 


-30 


-9P 


383431 


-31 


-OP 


383431 


-32 


-IP 


383431 


-35 


-4P 


383431 


-36 


-5P 


383431 


-37 


-6P 


383431 


-38 


-7P 


383431 


-41 


-2P 


383431 


-42 


-3P 


383431 


-43 


-4P 


383431 


-44 


-5P 


383431 


-45 


-6P 


383431 


-47 


-8P 


383431 


-48 


-9P 


383431 


-52 


-5P 


383431 


-53 


-6P 


383431 


-54 


-7P 


383431 


-56 


-9P 


383431 


-57 


-OP 


383431 


-58 


-IP 


383431 


-59 


-2P 


383431 


-60 


-5P 


383431 


-61 


-6P 


383431 


-64 


-9P 


383431 


-65 


-OP 


383431 


-66 


-IP 


383431 


-67 


-2P 


383431 


-71 


-8P 


383431 


-72 


-9P 


383431 


-79 


-6P 


383431 


-80 


-9P 


383431 


-81 


-OP 


383431 


-82 


-IP 


383431 


-83 


-2P 


383431 


-84 


-3P 


383431 


-86 


-5P 


383431 


-87 


-6P 


383431 


-88 


-7P 


383431 


-91 


-2P 


383431 


-92 


-3P 


383431 


-93 


-4P 


383431 


-94 


-5P 


383431 


-95 


-6P 


383431 


-96 


-7P 


383431 


-97 


-8P 


383431 


-99 


-OP 


383432 


-01 


-7P 


383432 


-02 


-8P 


383432 


-03 


-9P 


383432 


-04 


-OP 


383432 


-05 


-IP 


383432 


-06 


-2P 


383432 


-07 


-3P 


383432 


-08 


-4P 


383432 


-09 


-5P 


383432 


-11 


-9P 


383432 


-12 


-OP 


383432 


-13 


-IP 


383432 


-14 


-2P 


383432 


-15 


-3P 


383432 


-16 


-4P 


383432 


-17 


-5P 


383432 


-18 


-6P 


383432 


-19 


-7P 


383432 


-20 


-OP 


383432 


-21 


-IP 


383432 


-23 


-3P 


383432 


-24 


-4P 


383432 


-28 


-8P 


383432 


-29 


-9P 


383432 


-30 


-2P 


383432 


-32 


-4P 


383432 


-33 


-5P 


383432 


-34 


-6P 


383432 


-35 


-7P 


383432 


-36 


-8P 


383432 


-38 


-OP 


383432 


-39 


-IP 


383432 


-40 


-4P 


383432 


-41 


-5P 


383432 


-42 


-6P 


383432 


-43 


-7P 


383432 


-44 


-8P 


383432 


-45 


-9P 


383432 


-46 


-OP 


383432 


-47 


-IP 


383432 


-48 


-2P 


383432 


-49 


-3P 


383432 


-50 


-6P 


383432 


-51 


-7P 


383432 


-53 


-9P 


383432 


-54 


-OP 


383432 


-55 


-IP 


383432 


-56 


-2P 


383432 


-58 


-4P 


383432 


-59 


-5P 


383432 


-60 


-8P 


383432 


-61 


-9P 


383432 


-62 


-OP 


383432 


-63 


-IP 


383432 


-64 


-2P 


383432 


-65 


-3P 


383432 


-66 


-4P 


383432 


-67 


-5P 


383432 


-68 


-6P 


383432 


-70 


-OP 


383432 


-71 


-IP 


383432 


-72 


-2P 


383432 


-74 


-4P 


383432 


-75 


-5P 


383432 


-76 


-6P 


383432 


-79 


-9P 


383432 


-80 


-2P 


383432 


-81 


-3P 


383432 


-82 


-4P 


383432 


-84 


-6P 


383432 


-85 


-7P 


383432 


-86 


-8P 


383432 


-87 


-9P 


383432 


-88 


-OP 


383432 


-89 


-IP 


383432 


-90 


-4P 


383432 


-91 


-5P 


383432 


-92 


-6P 


383432 


-95 


-9P 


383432 


-97 


-IP 


383433 


-02 


-IP 


383433 


-03 


-2P 


383433 


-04 


-3P 


383433 


-05 


-4P 


383433 


-06 


-5P 


383433 


-07 


-6P 


383433 


-08 


-7P 


383433 


-09 


-8P 


383433 


-10 


-IP 


383433 


-12 


-3P 


383433 


-13 


-4P 


383433 


-14 


-5P 


383433 


-15 


-6P 


383433 


-16 


-7P 


383433 


-17 


-8P 


383433 


-18 


-9P 


383433 


-19 


-OP 


383433 


-21 


-4P 


383433 


-22 


-5P 


383433 


-23 


-6P 


383433 


-24 


-7P 


383433 


-25 


-8P 


383433 


-26 


-9P 


383433 


-27 


-OP 


383433 


-28 


-IP 


383433 


-29 


-2P 


383433 


-30 


-5P 


383433 


-31 


-6P 


383433 


-32 


-7P 


383433 


-33 


-8P 


383433 


-35 


-OP 


383433 


-36 


-IP 


383433 


-37 


-2P 


383433 


-38 


-3P 
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383433 


-39 


-4P 


383433 


-40 


-7P 


383433 


-41 


-8P 


383433 


-42 


-9P 


383433 


-43 


-OP 


383433 


-45 


-2P 


383433 


-46 


-3P 


383433 


-47 


-4P 


383433 


-48 


-5P 


383433 


-49 


-6P 


383433 


-50 


-9P 


383433 


-51 


-OP 


383433 


-52 


-IP 


383433 


-53 


-2P 


383433 


-54 


-3P 


383433 


-55 


-4P 


383433 


-56 


-5P 


383433 


-59 


-8P 


383433 


-61 


-2P 


383433 


-62 


-3P 


383433 


-63 


-4P 


383433 


-64 


-5P 


383433 


-65 


-6P 


383433 


-67 


-8P 


383433 


-68 


-9P 


383433 


-69 


-OP 


383433 


-70 


-3P 


383433 


-71 


-4P 


383433 


-72 


-5P 


383433 


-73 


-6P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of substituted 4-quinazolinamines for the treatment of abnormal 
cell growth) 
RN 383430-48-6 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - # monohydrochloride 
(9CI) (CA INDEX NAME) 




NH 




0 




• HC1 



RN 383430-49-7 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' -methyl- (9CI) (CA INDEX NAME) 
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Me 



RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ ( 6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383430-53-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (methoxymethyl) -N- [ (2E) -3- [4- [ [3 -methyl-4 - [ (6- 
methyl- 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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MeO 




RN 383430-54-4 CAPLUS 

CN Propanamide, 2 -hydroxy- 2 -methyl -N- [ (2E) -3~ [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridiny Doxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Me OH 




RN 383430-56-6 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' -cyclopropyl- (9CI) (CA INDEX NAME) 
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Me 



RN 383430-57-7 CAPLUS 

CN Acetamide, N- [3- [7-chloro-4- [ [3-chloro-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



AcNH- CH2~ 




Me 



RN 383430-58-8 CAPLUS 

CN Acetamide, N- [3- [7-chloro-4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 383430-59-9 CAPLUS 

CN 3-Azabicyclo [3.1.0] hexane-3 -carboxamide , N- [3 - [4 - [ [3-chloro-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -6- (hydroxymethyl ) - 
, (la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



PAGE 1-A 

H 




CI 
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RN 383430-60-2 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (2-f luoroethyl) - (9CI) (CA INDEX NAME) 



FCH2- CH2 — NH— C — NH~ CH2~ C= C 




Me 



RN 383430-61-3 CAPLUS 

CN Urea, N- [3 - [4- [ [3 -chloro-4 - [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (2 -hydroxy ethyl) - (9CI) (CA INDEX NAME) 
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Me 



RN 383430-63-5 CAPLUS 

CN Acetamide, 2- [ (2 -hydroxyethyl) thio] -N- [3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383430-64-6 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -chloro-4 - (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- [ (2 -hydroxyethyl) thio] - (9CI) (CA INDEX NAME) 
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ii 



HO- CH 2 - CH 2 - S- CH 2 - C- NH~ CH 2 - C= C 




RN 383430-66-8 CAPLUS 

CN Acetamide, 2-cyano-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



NC- CH 2 — C— NH- CH 2 - C= 




RN 383430-67-9 CAPLUS 

CN Butanamide, N- [3- [4- [ [3 -methyl -4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 



Page 94 



Truong 10/821906 



01/20/2006 




RN 383430-68-0 CAPLUS 

CN Pentanamide, N- [3 - [4 - [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



0 

n-Bu-C-NH- CH 2 - 




RN 383430-69-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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MeO- CH 2 - C~ NH— CH 2 - C= 




RN 383430-70-4 CAPLUS 

CN Acetamide, N- [4- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -3-butynyl] - (9CI) (CA INDEX NAME) 



AcNH- CH 2 ~ CH 2 - C= C 




RN 383430-72-6 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methylthio) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383430-77-1 CAPLUS 

CN Carbamic acid, [3- [4~ [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - , methyl ester (9CI) (CA INDEX NAME) 




RN 383430-79-3 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



AcNH-CH 2 - 




RN 383430-81-7 CAPLUS 

CN Acetamide, 2- (methyl ami no) -N- [3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383430-82-8 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



Me 2 N- CH 2 - C- NH- CH 2 - ( 




RN 383430-89-5 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [4- [ [3 -methoxy-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383430-90-8 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2 -propynyl]' -2-methoxy- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383430-91-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-f luoro-4- ( 3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 




RN 383430-93-1 CAPLUS 

CN Propanamide, 2 , 2 -dimethyl -N- [3- [4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6 -quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



t-Bu-C— NH~ CH 2 - 




RN 383430-94-2 CAPLUS 

CN Propanamide, 2-methyl-N- [3- [4- [ [3 -methyl -4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383430-96-4 CAPLUS 

CN Acetamide, 2- (diethylamino) -N- [3- [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383430-99-7 CAPLUS 

CN Ace t amide, 2-methoxy-N- [3- [4- [ [3 -methyl -4 - [ ( 2 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383431-00-3 CAPLUS 

CN Acetamide, 2- (2 -methoxyethoxy) -N- [3- [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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MeO~ CH 2 - CH2~ O- CH2~ C~ NH~ CH2" 




RN 383431-01-4 CAPLUS 

CN 2-Furancarboxamide, tetrahydro-N- [3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) 
NAME) 



(CA INDEX 



C— NH— CH2~ C= 




RN 383431-09-2 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3 -methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) 
NAME) 



(CA INDEX 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



MeO- CH 2 - C- NH- CH 2 - C= C 




Me 



RN 383431-12-7 CAPLUS 

CN Cyclopropanecarboxamide, N- [4- [4- [ [3 -methyl-4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -3-butynyl] - (9CI) (CA INDEX 
NAME) 




RN 383431-14-9 CAPLUS 

CN Acet amide, N- [3 - [4 - [ [4 - [ (2 -chloro-3 -pyridinyl) oxy] -3 -methylphenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383431-16-1 CAPLUS 

CN Acetamide, N- [4 - [4 - [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -3-butynyl] -2- (methylthio) - (9CI) (CA INDEX NAME) 




RN 383431-21-8 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [4- [ [3-methyl-4- (4 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




RN 383431-22-9 CAPLUS 

CN Acetamide, 2 , 2 -dif luoro~N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



F 2 CH~ C- NH- CH 2 - C= C 




RN 383431-23-0 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2 , 2 -dif luoro- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383431-24-1 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [3- [4- [ [3 -methyl-4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 




RN 383431-25-2 CAPLUS 

CN 3-Furancarboxamide, N- [3- [4- [ [3-chloro-4- ( 3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] tetrahydro- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383431-26-3 CAPLUS 

CN Cyclopropanecarboxamide , N- [4- [4- [ [3-chloro-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -3-butynyl] - (9CI) (CA INDEX 
NAME) 




RN 383431-27-4 CAPLUS 

CN Acetamide, N- [4- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -3-butynyl] -2- (methylthio) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




RN 383431-28-5 CAPLUS 

CN Urea, N- [3- [4- [ [3 -methyl -4 - ( 3 -pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2- 
propynyl] -N' -phenyl- (9CI) (CA INDEX NAME) 




RN 383431-30-9 CAPLUS 

CN Urea, N-cyclohexyl-N ' - [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




RN 383431-31-0 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2- 
propynyl] -N' -cyclohexyl- (9CI) (CA INDEX NAME) 




RN 383431-32-1 CAPLUS 

CN Acetamide, 2-hydroxy-N- [4- [4- [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -3-butynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 01/20/2006 




RN 383431-35-4 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl-4- (3 -py rid inyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- (methylsulf onyl) - (9CI) (CA INDEX NAME) 




RN 383431-36-5 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -chloro-4 - (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- (methylsulf onyl) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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O 0 

II II 

Me- S- CH2— C- NH — CH 2 ~ C= C 
O 




RN 383431-37-6 CAPLUS 

CN Carbamothioic acid, [3- [4- [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -, S-methyl ester (9CI) (CA INDEX NAME) 




RN 383431-38-7 CAPLUS 

CN Carbamothioic acid, [3- [4- [ [3 -chloro-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] S-methyl ester (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 




RN 383431-41-2 CAPLUS 

CN Acetamide, N- [3 - [4- [ [4 - [ (2 -methyl -3 -pyridinyl) oxy] phenyl] amino] 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383431-42-3 CAPLUS 

CN Propanamide, N- [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] 
quinazolinyl] -2-propynyl] -2 -oxo- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383431-43-4 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-oxo- (9CI) (CA INDEX NAME) 




RN 383431-44-5 CAPLUS 

CN Propanoic acid, 3 -[ [3 - [4 -[ [3 -methyl -4 - (3 -pyridinyloxy) phenyl] amino] -6 - 

quinazolinyl] -2-propynyl] amino] -3-oxo- , ethyl ester (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 01/20/2006 




RN 383431-45-6 CAPLUS 

CN Propanoic acid, 3- [ [3- [4- [ [3-chloro-4- (3 -py rid inyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] amino] -3-oxo- , ethyl ester (9CI) (CA INDEX NAME) 



O 0 
EtO- C- CH2~ C- NH- CH 2 ~ 




RN 383431-47-8 CAPLUS 

CN Acetamide, N- [1 , l-dimethyl-3 - [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2,2, 2-trifluoro- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 



O 




RN 383431-48-9 CAPLUS 

CN Acetamide, N- [1- (hydroxymethyl) -3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383431-52-5 CAPLUS 

CN Acetamide, N- [1- (hydroxymethyl) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




Me 



RN 383431-53-6 CAPLUS 

CN Acetamide, N- [3 - [4 - [ [3 -chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -1- (hydroxymethyl) -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383431-54-7 CAPLUS 

CN Acetamide, 2 , 2 -dif luoro-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




Me 



RN 383431-56-9 CAPLUS 

CN Acetamide, N- [3 - [4 - [ [3 -methyl -4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methylsulf onyl) - (9CI) (CA INDEX NAME) 




Me 



RN 383431-57-0 CAPLUS 

CN Acetamide, 2-f luoro-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 




RN 383431-58-1 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-f luoro- (9CI) (CA INDEX NAME) 




RN 383431-59-2 CAPLUS 

CN Acetamide, 2-f luoro-N- [3- [4- [ [3 -methyl -4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 



FCH2-C— NH~ CH 2 - 




Me 



RN 383431-60-5 CAPLUS 

CN Acet amide, N- [3- [4- [ [3 -ethynyl -4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 




RN 383431-61-6 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [4- [ (2 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 01/20/2006 




RN 383431-64-9 CAPLUS 

CN Acetamide, N- [3 - [4 - [ [4 - [ (2 -chloro-3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2 -me thoxy- (9CI) (CA INDEX NAME) 



)- CH 2 -C-NH- CH 2 ~ 




RN 383431-65-0 CAPLUS 

CN Acetamide, N- [3 - [4 - [ [4 - [ (2 -chloro-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 



AcNH- CH 2 - 




RN 383431-66-1 CAPLUS 

CN Acet amide, N- [3- [4- [ [3 -ethynyl -4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383431-67-2 CAPLUS 

CN Urea, N- (2 -chloroethyl ) -N» - [3- [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 01/20/2006 




RN 383431-71-8 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-fluoro-4- [ (2 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



AcNH- CH2~ C 




RN 383431-72-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Truong 10/821906 



01/20/2006 



AcNH™ CH 2 - 




Me 



RN 383431-79-6 CAPLUS 

CN Acetamide, 2-hydroxy-N- [3- [4- [ [3 -methyl -4 - [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383431-80-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3 -pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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AcNH- CH 2 -C^ 




Me 



RN 383431-81-0 CAPLUS 

CN 2- Pyrrol idinecarboxamide , N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propynyl] - , (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 383431-82-1 CAPLUS 

CN Acetamide, 2- [ (2 -hydroxyethyl ) thio] -N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



HO- CH 2 -CH 2 -S" CH 2 ~C- NH~ CH 2 ~ 




Me 



RN 383431-83-2 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-methyl-4- [ ( 6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methylsulf inyl) - (9CI) (CA INDEX NAME) 




Me 



RN 383431-84-3 CAPLUS 

CN Carbamothioic acid, [3 - [4- [ [3-methyl-4~ [ (6 -methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] S-methyl ester 
(9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




Me 



RN 383431-86-5 CAPLUS 

CN 3-Furancarboxamide, tetrahydro-N- [3- [4- [ [3 -methyl -4 - [ ( 6 -methyl-3 - 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383431-87-6 CAPLUS 

CN Propanamide, N- [3- [4- [ [3 -methyl-4 - [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2-oxo- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




Me 



RN 383431-88-7 CAPLUS 

CN Propanoic acid, 3 - [ [3 - [4- [ [3 -methyl-4 - [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] - 6 -quinazolinyl] -2 -propynyl] amino] -3-oxo-, 
ethyl ester (9CI) (CA INDEX NAME) 




Me 



RN 383431-91-2 CAPLUS 

CN Acetamide, N- [3- [4- [ [4- (2 -pyridinyl oxy) phenyl] amino] -6-quinazolinyl] -2- 
propynyl]- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



ACNH- CH 2 




RN 383431-92-3 CAPLUS 

CN Acetamide, 2- (methyl amino) -N- [3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383431-93-4 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 



if 

Me2N- CH 2 - C- NH- CH 2 ~ C= 




Me 




RN 383431-94-5 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -1- (hydroxymethyl) -2-propynyl] - (9CI) (CA INDEX NAME) 




Me 



RN 383431-95-6 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (dimethylamino) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




Me 



RN 3 83431-96-7 CAPUTS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2 -methoxy- (9CI) (CA INDEX NAME) 




Me 



RN 383431-97-8 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-fluoro- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383431-99-0 CAPLUS 

CN Acet amide, N- [3 - [4 - [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2 , 2 -dif luoro- (9CI) (CA INDEX NAME) 




Me 



RN 383432-01-7 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [4- [ [4- (2 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




RN 383432-02-8 CAPLUS 

CN Urea, N-ethyl-N' - [3- [4- [ [3 -methyl-4 - [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-03-9 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2- 
propynyl] -N' -ethyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-04-0 CAPLUS 

CN Urea, N-ethyl-N' - [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl ] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383432-05-1 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6-methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' -ethyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-06-2 CAPLUS 

CN Propanamide , 2-hydroxy-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383432-07-3 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-methyl-4- [ (2 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2-oxo- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-08-4 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl -4 - [ ( 2 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



AcNH- CH2~ 




RN 383432-09-5 CAPLUS 

CN Propanamide, 2-hydroxy-N- [3- [4- [ [3 -methyl -4- [ ( 6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 3 83432-11-9 CAPUTS 

CN Propanamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3-pyridinyl) oxy]phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2-hydroxy- (9CI) (CA INDEX NAME) 




Me 



RN 383432-12-0 CAPLUS 

CN 1-Piperazineacetamide, 4-methyl-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-13-1 CAPLUS 

CN Acetamide, 2- [bis (2 -methoxyethyl) amino] -N- [3- [4- [ [3 -methyl -4 - [ ( 6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-14-2 CAPLUS 

CN Acetamide, 2- [ (2 -hydroxy ethyl) amino] -N- [3- [4- [ [3 -methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-15-3 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- (dimethylamino) - (9CI) (CA INDEX NAME) 



Me2N- CH2- C~ NH- CH2~ C= C 




RN 383432-16-4 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methylamino) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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if 



MeNH- CH 2 ~ C~ NH~ CH 2 - < 




RN 383432-17-5 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl - 
quinazolinyl] -2-propynyl] -2- (methyl amino) - 



3 -pyridinyl ) oxy ] phenyl ] amino] - 6 • 
(9CI) (CA INDEX NAME) 



MeNH- CH2~ C- NH- CH2~ 




RN 383432-18-6 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-hydroxy- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-19-7 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- f ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (1 -methyl ethyl) - (9CI) (CA INDEX NAME) 



O 

II 

i-PrNH- C- NH- CH2~ C= C 




Me 



RN 383432-20-0 CAPLUS 

CN Urea, N- (1-methylethyl) -N' - [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-21-1 CAPLUS 

CN 4 -Morpholinecarboxamide , N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-23-3 CAPLUS 

CN 4-Morpholineacetamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-24-4 CAPLUS 

CN 4-Morpholineacetamide, N- [3 - [4 - t [3 -methyl -4- [ (6 -methyl -3 - 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383432-28-8 CAPLUS 

CN Propanamide, 2 -hydroxy- 2 -methyl -N- [3- [4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-29-9 CAPLUS 

CN Propanamide, 2 -hydroxy -2 -methyl -N- [3- [4- [ [3 -methyl -4 - [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] - 6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-30-2 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2 -hydroxy- 2 -methyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-32-4 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- [ (2 , 2 , 2 -trif luoroethyl) amino] - (9CI) (CA 
INDEX NAME) 




Me 



RN 383432-33-5 CAPLUS 

CN Urea, N, N-dimethyl-N 1 - [3- [4- [ [3 -methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl j - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-34-6 CAPLUS 

CN Urea, N' - [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N, N-diethyl- (9CI) (CA INDEX NAME) 




Me 



RN 383432-35-7 CAPLUS 

CN Urea, N' - [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N, N-dimethyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-36-8 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-38-0 CAPLUS 

CN Acetamide, 2 -methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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MeO' 




RN 383432-39-1 CAPLUS 

CN 4-Morpholinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 - 

pyridinyDoxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-40-4 CAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-41-5 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2 -propynyl] -N* -propyl- (9CI) (CA INDEX NAME) 




Me 



RN 383432-42-6 CAPLUS 

CN Urea, N- [3 - [4 - [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 

quinazolinyl] -2 -propynyl] -N' - (1, 1- dimethyl ethyl) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-43-7 CAPLUS 

CN Propanamide, 2-hydroxy-N- [3- [4- [ [3 -methyl -4- [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 383432-44-8 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (2 , 2 , 2 -trif luoroethyl) - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-45-9 CAPLUS 

CN 2-Azetidinecarboxamide, N- [3- [4- [ [3 -methyl -4 - (3 -pyridinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



NH 




RN 383432-46-0 CAPLUS 

CN 2-Azetidinecarboxamide, N- [3- [4- [ [3 -methyl-4- [ (6-methyl-3- 

pyridinyDoxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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NH 




Me 



RN 383432-47-1 CAPLUS 

CN 2-Azetidinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-48-2 CAPLUS 

CN Cyclopropanecarboxamide, 1-hydroxy-N- [3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




Me 



RN 383432-49-3 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




Me 



RN 383432-50-6 CAPLUS 

CN Butanamide, N- [3- [4- [ [3 -methyl-4- [ (6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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01/20/2006 




Me 



RN 383432-51-7 CAPLUS 

CN Propanamide, 2 -methyl -N- [3- [4- [ [3 -methyl -4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383432-53-9 CAPLUS 

CN Acetamide, 2-ethoxy-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-54-0 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl -4 - [ (6-methyl-3-pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methylthio) - (9CI) (CA INDEX NAME) 



MeS- CH2 — C— NH CH 2 ~ C= C 




Me 



RN 383432-55-1 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- [4- [ [3 -methyl -4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



383432-56-2 CAPLUS 

Cyclobutanecarboxamide, N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



383432-58-4 CAPLUS 

5-Isoxazolecarboxamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-59-5 CAPLUS 

CN Acetamide, N-methyl-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Ac - N — CH2 C== C' 




Me 



RN 383432-60-8 CAPLUS 

CN Acet amide, 2 -methoxy-N- [l-methyl-3- [4- [ [3 -methyl -4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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O 




Me 



RN 383432-61-9 CAPLUS 

CN Acetamide, N- [1 , 1-dimethyl -3 - [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 3 83432-62-0 CAPLUS 

CN Propanamide, 2-hydroxy-N- [3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Searched by John DiNatale 571-272-2557 
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RN 383432-63-1 CAPLUS 

CN Cyclopropanecarboxamide, N- [ (2E) -3- [4- [ [3 -methyl -4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-64-2 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Searched by John DiNatale 571-272-2557 
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RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



EtO' 




RN 383432-66-4 CAPLUS 

CN Propanamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-67-5 CAPLUS 

CN Acetamide, 2-f luoro-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383432-68-6 CAPLUS 

CN Acet amide, 2 -methoxy-N- [1- [ [4- [ [3 -methyl -4 - [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] ethynyl] cyclobutyl] - (9CI) (CA 
INDEX NAME) 




Me 



RN 383432-70-0 CAPLUS 

CN Acetamide, N- [1- [ [4- [ [3-methyl-4- [ (6-methyl-3 -pyridinyl) oxy]phenyl] amino] - 
6-quinazolinyl] ethynyl] cyclobutyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-71-1 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-fluoro- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383432-72-2 CAPLUS 

CN Cyclopropanecarboxamide , N- [ (2E) -3- [4- [ [3-chloro-4- [ ( 6 -methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383432-74-4 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (methoxymethyl ) -N- [3- [4- [ [3 -methyl-4 - [ (6- 

me thyl- 3 -pyr idiny 1 ) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) 
(CA INDEX NAME) 




Me 



RN 383432-75-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-76-6 CAPLUS 

CN Urea, N' - [3- [4- [ [3-chloro-4- [ (6-methyl-3-pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N-ethyl-N- (2 -hydroxy ethyl) - (9CI) (CA INDEX 
NAME) 



Et O 

HO— CH2 - CH2 - N— C— NH — CH2 " 




RN 383432-79-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (2 -methoxyethoxy) - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-80-2 CAPLUS 

CN Propanamide, N- [3 - [4 - [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2-oxo- (9CI) (CA INDEX NAME) 




Me 



RN 383432-81-3 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- [ (2 -hydroxy ethyl) thio] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383432-82-4 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2- (methyl thio) - (9CI) (CA INDEX NAME) 




Me 



RN 383432-84-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Searched by John DiNatale 571-272-2557 
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RN 383432-85-7 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [3- [4- [ [3-chloro-4- (3- 

pyridinyloxy) phenyl] amino] -6 -quinazolinyl] -2-propynyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 383432-86-8 CAPLUS 

CN Acetamide, N- [3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- (methylsulf inyl) - (9CI) (CA INDEX NAME) 




Searched by John DiNatale 571-272-2557 
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RN 383432-87-9 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- (3 -pyridinyloxy) phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -2- (methylsulf inyl) - (9CI) (CA INDEX NAME) 




RN 383432-88-0 CAPLUS 

CN 3-Furancarboxamide, tetrahydro-N- [3- [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383432-89-1 CAPLUS 

CN Acetamide, 2-hydroxy-N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383432-90-4 CAPLUS 

CN Acetamide, 2-ethoxy-N- [3- [4- [ [3 -methyl-4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383432-91-5 CAPLUS 

CN Cyclobutanecarboxamide, N- [3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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383432-92-6 CAPLUS 

Cyclopropanecarboxamide, N- [3- [4- [ [3 -methyl -4 - (3- 

pyridinyloxy) phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




383432-95-9 CAPLUS 

Acetamide, N- [1, 1 -dimethyl -3- [4- [ [3-methyl-4- (3 -pyridinyloxy) phenyl] amino] - 
6 -quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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0 




RN 383432-97-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [1 -methyl -3 - [4- [ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



O 




RN 383433-02-1 CAPLUS 

CN Urea, N- (2 -methoxyethyl ) -N-methyl-N 1 - [3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-03-2 CAPLUS 

CN 1- Pyrrol idinecarboxamide f 2 - (hydroxymethyl) -N- [3- [4- [ [3 -methyl -4 - [(6- 

methyl - 3 -pyridinyl ) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) 
(CA INDEX NAME) 




Me 



RN 383433-04-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 3-hydroxy-N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-05-4 CAPLUS 

CN 1- Pyrrol idinecarboxamide, 2 , 5-dimethyl-N- [3- [4- [ [3 -methyl-4 - [ (6 -methyl -3 - 
pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-06-5 CAPLUS 

CN Urea, N-methyl-N' - [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -N- (2 -methylpropyl) - 
(9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 3 83433-07-6 CAPLUS 

CN Acetamide , N- [ 1 - [ [4 - [ [ 3 -methyl - 4 - [ ( 6 -methyl - 3 -pyridiny 1 ) oxy ] phenyl ] amino] - 
6-quinazolinyl] ethynyl] cyclopropyl] - (9CI) (CA INDEX NAME) 




Me 



RN 383433-08-7 CAPLUS 

CN Acetamide, 2-methoxy-N- [1- [ [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] ethynyl] cyclopropyl] - (9CI) 
(CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-09-8 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-10-1 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383433-12-3 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- 
(CA INDEX NAME) 



(9CI) 



Double bond geometry as shown. 




RN 383433-13-4 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-ethoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




Searched by John DiNatale 571-272-2557 
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RN 383433-14-5 CAPLUS 

CN Carbamic acid, [3- [4- [ [3 -methyl-4 - [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -, 1 , 1 -dime thy le thy 1 ester (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-15-6 CAPLUS 

CN Cyclobutanecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-16-7 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxylphenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-17-8 CAPLUS 

CN Cyclopropanecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-18-9 CAPLUS 

CN Propanamide, N- [3- [4- [ [3-chloro-4- [( 6-methyl- 3 -pyridinyl ) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2 -methyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-19-0 CAPLUS 

CN Propanamide , N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy]phenyl] amino] - 
6-quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 




Me 



RN 383433-21-4 CAPLUS 

CN Propanamide, 2-methoxy-N- [3- [4- [ [3-methyl-4- [ (6-methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-22-5 CAPLUS 

CN 2- Pyrrol idinecarboxamide, N- [3- [4- [ [3 -methyl -4 - [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 383433-23-6 CAPLUS 

CN Cyclopropanecarboxamide , 1-hydroxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ ( 6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383433-24-7 CAPLUS 

CN Propanamide, 2-hydroxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry as shown. 




RN 383433-25-8 CAPLUS 

CN Propanamide, 2-hydroxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double. bond geometry as shown. 




Searched by John DiNatale 571-272-2557 
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RN 383433-26-9 CAPLUS 

CN Acetamide, 2-hydroxy-N- [ (2E) -3- [4- [ [3 -methyl -4 - [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-27-0 CAPLUS 

CN Urea, N- (cyanomethyl ) -N' - [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-28-1 CAPLUS 

CN Urea, N-cyclobutyl-N ' - [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-29-2 CAPLUS 

CN Urea, trimethyl[3- [4- [ [3 -methyl -4 -[ (6-methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




Me 



RN 383433-30-5 CAPLUS 

CN Urea, [3- [4- [ [3-chloro-4- [ (6-methyl-3-pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] trimethyl- (9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-31-6 CAPLUS 

CN Urea, N-ethyl-N- (2 -hydroxy ethyl) -N» - [3- [4- [ [3 -methyl -4 - [ ( 6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-32-7 CAPLUS 

CN 1-Pyrrolidinecarboxamide , 3- (dimethylamino) -N- [3- [4- [ [3-methyl-4- [ (6- 

methyl- 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) 
(CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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Me2N- 




Me 



RN 383433-33-8 CAPLUS 

CN 4-Morpholinecarboxamide, N- [1-methyl -3 - [4- [ [3 -methyl-4 - [ (6 -methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-35-0 CAPLUS 

CN 3-Azabicyclo [3.1.0] hexane-3 -carboxamide , 6-amino-N- [3- [4- [ [3 -methyl-4 - [ fe- 
rnery!- 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Searched by John DiNatale 571-272-2557 
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PAGE 1-A 

H 




RN 383433-36-1 CAPLUS 

CN 3-Azabicyclo [3.1.0] hexane-3 -carboxamide , 6- (hydroxymethyl) -N- [3- [4- [ [3- 
methyl-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2- 
propynyl]-, (la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



PAGE 1-A 

H 




Me 
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RN 383433-37-2 CAPLUS 

CN Urea, [3- [4- [ [3 -methyl -4- [ (6-methyl-3-pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




Me 



RN 383433-38-3 CAPLUS 

CN Acetamide, N- [ (2E) -3 - [4 - [ [3-chloro-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383433-39-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [1/ 1 -dimethyl -3 - [4- [ [3 -methyl -4- [ (6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-40-7 CAPLUS 

CN Urea, N- [1 , 1 -dimethyl -3 - [4- [ [3 -methyl -4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -N' -ethyl- (9CI) 
(CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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0 




Me 



RN 383433-41-8 CAPLUS 

CN 4-Morpholinecarboxamide, N- [1, 1- dimethyl -3 - [4- [ [3 -methyl -4- [ (6 -methyl -3- 
pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-42-9 CAPLUS 

CN Urea, N,N' -dimethyl-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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Me 



RN 383433-43-0 CAPLUS 

CN Ace t amide, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -1, 1 -dimethyl -2 -propynyl] -2-hydroxy- (9CI) (CA INDEX NAME) 




RN 383433-45-2 CAPLUS 

CN Acetamide, N- [1 , l-dimethyl-3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propynyl] -2 -hydroxy- (9CI) 
(CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 
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RN 383433-46-3 CAPLUS 

CN Urea, N, N- diethyl -N 1 - [ (2E) -3- [4- [ [3 -methyl-4 - [ ( 6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2 -propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-47-4 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383433-48-5 CAPLUS 

CN Urea, N-ethyl-N' - [ (2E) -3 - [4 - [ [3 -methyl -4- [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-49-6 CAPLUS 

CN 4-Morpholinecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Searched by John DiNatale 571-272-2557 
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RN 383433-50-9 CAPLUS 

CN Urea, N-ethyl-N- (2 -hydroxy ethyl) -N 1 - [l-methyl-3- [4- [ [3 -methyl -4 - [ (6-methyl- 
3 -pyridinyl ) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA 
INDEX NAME) 




Me 



RN 383433-51-0 CAPLUS 

CN Urea, N-ethyl-N' - [l-methyl-3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-52-1 CAPLUS 

CN 1-Piperazinecarboxamide, 4-methyl-N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
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Page 193 



NAME) 



Truong 10/821906 



01/20/2006 




Me 



RN 383433-53-2 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -2-cyano- (9CI) (CA INDEX NAME) 



NC— CH2— C— NH— CH2~ C= C 




Me 



RN 383433-54-3 CAPLUS 

CN Acetamide, 2 -cyano-N- [3- [4- [ [3 -methyl -4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Searched by John DiNatale 571-272-2557 
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NC- CH2~ C— NH- CH2— C= C 



NH 




Me 



RN 383433-55-4 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-56-5 CAPLUS 

CN 2-Furancarboxamide, tetrahydro-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 
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RN 383433-59-8 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry as shown. 




RN 383433-61-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -1-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




Searched by John DiNatale 571-272-2557 
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RN 383433-62-3 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2 -hydroxy- 2 -methyl - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-63-4 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2 -hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-64-5 CAPLUS 

CN Propanamide, 2-amino-N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2R) - (9CI) 
INDEX NAME) 



(CA 



Absolute stereochemistry. 
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RN 383433-65-6 CAPLUS 

CN Propanamide, 2-amino-N- [3- [4- [ [3-methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 




RN 383433-67-8 CAPLUS 

CN Propanamide, 3,3,3 -trif luoro-2 -hydroxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ fe- 
me thyl- 3 -pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



OH 

F3C 
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RN 383433-68-9 CAPLUS 

CN Butanamide, 2 -hydroxy -3 -methyl -N- [ (2E) -3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-69-0 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] -2- (methoxymethyl) - 
(9CI) (CA INDEX NAME) 




Me 



RN 383433-70-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] -2- (hydroxymethyl ) - 
(9CI) (CA INDEX NAME) 
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Me 



RN 383433-71-4 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -N' - (1, 2 -dimethylpropyl) - (9CI) (CA INDEX NAME) 




Me 



RN 383433-72-5 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -N» - (1, 1 -dimethylpropyl ) - (9CI) (CA INDEX NAME) 
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Me O 
Me 




Me 



RN 383433-73-6 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] -6- 

quinazolinyl] -2-propynyl] -N 1 - [1- (hydroxymethyl) propyl] - (9CI) (CA INDEX 
NAME) 




Me 



383433 


-74 


-7P 


383433 


-75 


-8P 


383433 


-76 


-9P 


383433 


-77 


-OP 


383433 


-78 


-IP 


383433 


-79 


-2P 


383433 


-80 


-5P 


383433 


-81 


-6P 


383433 


-82 


-7P 


383433 


-84 


-9P 


383433 


-87 


-2P 


383433 


-88 


-3P 


383433 


-89 


-4P 


383433 


-90 


-7P 


383433 


-91 


-8P 


383433 


-93 


-OP 


383433 


-94 


-IP 


383433 


-95 


-2P 


383433 


-97 


-4P 


383433 


-98 


-5P 


383433 


-99 


-6P 


383434 


-00 


-2P 


383434 


-01 


-3P 


383434 


-02 


-4P 


383434 


-03 


-5P 


383434 


-04 


-6P 


383434 


-06 


-8P 


383434 


-07 


-9P 


383434 


-08 


-OP 


383434 


-09 


-IP 


383434 


-10 


-4P 


383434 


-11 


-5P 


383434 


-12 


-6P 
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383434 


-13 


-7P 


383434 


-14 


-8P 


383434 


-15 


-9P 


383434 


-17 


-IP 


383434 


-18 


-2P 


383434 


-19 


-3P 


383434 


-20 


-6P 


383434 


-23 


-9P 


383434 


-24 


-OP 


383434 


-25 


-IP 


383434 


-27 


-3P 


383434 


-28 


-4P 


383434 


-29 


-5P 


383434 


-30 


-8P 


383434 


-31 


-9P 


383434 


-33 


-IP 


383434 


-35 


-3P 


383434 


-36 


-4P 


383434 


-37 


-5P 


383434 


-38 


-6P 


383434 


-40 


-OP 


383434 


-43 


-3P 


383434 


-44 


-4P 


383434 


-45 


-5P 


383434 


-46 


-6P 


383434 


-48 


-8P 


383434 


-49 


-9P 


383434 


-50 


-2P 















RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
USES (Uses) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 
RN 383433-74-7 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ ( 6 -methyl- 3 -pyridinyl ) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (1-ethylpropyl ) - (9CI) (CA INDEX NAME) 




NH 




O 




Me 



RN 383433-75-8 CAPLUS 

CN Urea, N- [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (1-methylpropyl) - (9CI) (CA INDEX NAME) 
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Me 



RN 383433-76-9 CAPLUS 

CN Urea, N- ( 1 , 1- dime thy lpropyl ) -N f - [3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 



Me O 

I II 

Et~ C— NH- C- NH- CH2~ C= C 
Me 




Me 



RN 383433-77-0 CAPLUS 

CN Urea, N- [1- (hydroxymethyl) propyl] -N' - [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 383433-78-1 CAPLUS 

CN Urea, N- (1-ethylpropyl) -N 1 - [3- [4- [ [3 -methyl -4- [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-79-2 CAPLUS 

CN Urea, N- [3- [4- [ [3 -methyl -4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N' - (1-methylpropyl) - (9CI) (CA INDEX NAME) 
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Me 



RN 383433-80-5 CAPLUS 

CN Urea, N- (1 , 2 -dimethylpropyl ) -N 1 - [3- [4- [ [3 -methyl -4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383433-81-6 CAPLUS 

CN 1-Piperidinecarboxamide, N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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RN 383433-82-7 CAPLUS 

CN 2-Pyridinecarboxamide, N- [ (2E) -3 - [4- [ [3 -methyl -4- [ ( 6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 



Double bond geometry as shown. 




RN 383433-84-9 CAPLUS 

CN Acetamide, 2- (1-methylethoxy) -N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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i-PrO 




RN 383433-87-2 CAPLUS 

CN lH-Imidazole-4-carboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-88-3 CAPLUS 

CN 5-Isoxazolecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-89-4 CAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-90-7 CAPLUS 

CN 4-Morpholinecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-91-8 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-93-0 CAPLUS 

CN 2 -Furancarboxamide, N- [ (2E) -3 - [4 - [ [3-chloro-4- [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] tetrahydro-5 -oxo- , 
(2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




CI 



RN 383433-94-1 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- 
(cyclopropylmethoxy) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 
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RN 383433-95-2 CAPLUS 

CN Butanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -2 -hydroxy- 3 -methyl - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



i-Pr 




RN 383433-97-4 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (hydroxymethyl ) -N- [(2E) -3- [4- [ [3 -methyl -4- [ (6- 
methyl - 3 -pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383433-98-5 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (hydroxymethyl) -N- [ (2E) -3- [4- [ [3 -methyl -4- [ fe- 
me thyl- 3 -pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 383433-99-6 CAPUTS 

CN Acetamide, 2- (cyclopropylmethoxy) -N- [ (2E) -3- [4- [ [3-methyl-4- [ (6 -methyl-3 - 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383434-00-2 CAPLUS 

CN Urea, N- (1-methylethyl) -N 1 - [ (2E) -3- [4- [ [3-methyl-4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



i-Pr] 
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RN 383434-01-3 CAPLUS 

CN 1-Azetidinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383434-02-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383434-03-5 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [7-methoxy-4 - [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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Me 



RN 383434-04-6 CAPLUS 

CN Acetamide, N- [3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy]phenyl] amino] -7- 
methoxy-6-quinazolinyl] -2-propynyl] -2-methoxy- (9CI) (CA INDEX NAME) 




Me 



RN 383434-06-8 CAPLUS 

CN Urea, N' - [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy]phenyl] amino] -6- 
quinazolinyl] -2-propynyl] -N- (2-methoxyethyl) -N-methyl- (9CI) (CA INDEX 
NAME) 
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Me 



RN 383434-07-9 CAPLUS 

CN Acetamide, N- [3- [7-methoxy-4 - [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383434-08-0 CAPLUS 

CN Acetamide, N- [3 - [4 - [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] -7- 
methoxy-6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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Me 



RN 383434-09-1 CAPLUS 

CN Urea, N' - [3- [7 -methoxy-4 - [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] -N,N-bis(l- 
methylethyl) - (9CI) (CA INDEX NAME) 




Me 



RN 383434-10-4 CAPLUS 

CN 1-Piperidinecarboxamide, 2-methyl-N- [3- [4- [ [3-methyl-4 - [ (6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 
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RN 383434-11-5 CAPLUS 

CN 2-Azetidinecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-12-6 CAPLUS 

CN Cyclopropanecarboxamide, 1-amino-N- [ (2E) -3- [4- [ [3 -methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-13-7 CAPLUS 

CN Propanamide, 2 -amino -2 -methyl -N- [ (2E) -3- [4- [ [3-methyl-4- [ ( 6 -methyl -3 - 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-14-8 CAPLUS 

CN 2- Pyrrol idinecarboxamide , N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 3 83434-15-9 CAPLUS 

CN Propanamide, 2-amino-N- [ (2E) -3- [4- [ [3-methyl-4- [ ( 6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6 -quinazolinyl] -2-propenyl] -, (2R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-17-1 CAPLUS 

CN Propanamide, 2-amino-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] - , (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-18-2 CAPLUS 

CN 5-Isoxazolecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-19-3 CAPLUS 

CN Urea, N ' - [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propenyl] -N, N-diethyl- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383434-20-6 CAPLUS 

CN 2-Pyridinecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-23-9 CAPLUS 
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CN Cyclopropanecarboxamide, N- [ (2Z) -3- [4- [ [3 -methyl -4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-24-0 CAPLUS 

CN Acetamide, N- [ (2Z) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



AcNH 




Me 



RN 383434-25-1 CAPLUS 

CN Propanamide, 2 -methyl -N- [ (2Z) -3- [4- [ [3-methyl-4- [ (6 -methyl -3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-27-3 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-methyl-4- [ ( 6 -methyl- 3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - , methyl ester (9CI) (CA INDEX NAME) 




Me 



RN 383434-28-4 CAPLUS 

CN Carbamic acid, [3- [4- [ [3-chloro-4- [ (6 -methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - , methyl ester (9CI) (CA INDEX NAME) 
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Me 



RN 383434-29-5 CAPLUS 

CN Carbamic acid, [3 - [4 - [ [3 -chloro-4 - [ (6-methyl -3 -pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - , 1 , 1- dimethyl ethyl ester (9CI) (CA INDEX 
NAME) 




Me 



RN 383434-30-8 CAPLUS 

CN Carbamic acid, [ <2E) -3- [4- [ [3 -methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383434-31-9 CAPLUS 

CN 2-Pyridinecarboxamide, 3-methyl-N- [3- [4- [ [3 -methyl-4 - [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 383434-33-1 CAPLUS 

CN Acetamide, 2-f luoro-N- [3- [4- [ [3 -methyl-4- [ (2 -methyl -5- 

pyrimidinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA 
INDEX NAME) 
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Me 



RN 383434-35-3 CAPLUS 

CN Acetamide, 2 -methoxy-N- [3- [4- [ [3-methyl-4- [ (2-methyl-5- 

pyrimidinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA 
INDEX NAME) 




Me 



RN 383434-36-4 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3 -methyl -4- [ (2 -methyl -5- 

pyrimidinyl) oxy] phenyl] amino] -6-quinazolinyl] -2 -propenyl] - (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 
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RN 383434-37-5 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- t [3 -methyl-4 - ( 5 -pyrimidinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 




RN 383434-38-6 CAPLUS 

CN Propanamide, 2 -methyl -N- [3- [4- [ [3 -methyl-4- (5 -pyrimidinyloxy) phenyl] amino] - 
6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 
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RN 383434-40-0 CAPLUS 

CN 5-Isoxazolecarboxamide, 3-methyl-N- [3- [4- [ [3-methyl-4- (5- 

pyrimidinyloxy) phenyl] amino] -6-quinazolinyl] -2-propynyl] - (9CI) (CA INDEX 
NAME) 




RN 383434-43-3 CAPLUS 

CN Acetamide, 2 -methoxy-N-methyl-N- [3- [4- [ [3 -methyl -4- (3 - 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2 -propynyl] - (9CI) (CA INDEX 
NAME) 
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RN 383434-44-4 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3 -methyl -4- (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383434-45-5 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6 -quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-46-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ [3 -methyl -4 - (3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propenyl] - , methyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383434-48-8 CAPLUS 

CN Cyclopropanecarboxamide, N-[(2E)-3-[4-[ [3 -methyl -4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-49-9 CAPLUS 
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CN 2-Pyridinecarboxamide, N- [ (2E) -3- [4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-50-2 CAPLUS 

CN Urea, N-ethyl-N' - [ (2E) -3- [4- [ [3 -methyl -4- ( 3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




IT 383434-54-6P 383434-55-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of substituted 4 -quinazolinamines for the treatment of abnormal 
cell growth) 
RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



Searched by John DiNatale 571-272-2557 



Page 229 



Truong 10/821906 



01/20/2006 



t-BuO 




RN 383434-55-7 CAPLUS 

CN 4-Quinazolinamine, 6- [ (1Z) -3 - amino -1-propenyl] -N-'[3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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OTHER SOURCE(S): MARPAT 133:150572 

GI 




II 



AB The title compds . [I; X = N, CH; A = (un) substituted fused 5-7 membered 
ring optionally containing 1-4 heteroatoms selected from NR1, O, S(0)j 
(wherein j = 0-2); Rl, R2 = H, alkyl; R3 = (CRlR2)mR8 (m = 0-1; R8 = 
(CR1R2 ) taryl , (CR1R2 ) theterocyclyl ; t = 0-5); Rl and R3 are taken together 
to form (un) substituted indol-l-yl, indolin-l-yl ; R4 = 
(CR1R2 ) mC . tplbond . C (CR1R2 ) tR9 (m = 0-3; t = 0-5; R9 = a non-aromatic 
mono-cyclic ring, a fused or bridged bicyclic ring, etc.), C:N0R12 (R12 = 
H, alkyl, C02alkyl, etc.), X1R12 (XI = a divalent group derived from^ 
azetidine, oxetane or carbocyclic group), etc.] and their pharmaceutical^ 
acceptable salts, useful in treating abnormal cell growth in mammals, were 
prepared Thus, treatment of (3 -methyl -4 -phenoxyphenyl) - (6-piperidin-3 - 
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ylethynylquinazolin-4 -yl) amine with propionaldehyde in MeOH/H20 at pH = 5 

followed by addition of NaBH3CN afforded quinazoline II.HC1. Compds . I are 

effective at 1-35 mg/kg/day. 
IC I CM C07D239-94 

ICS C07D403-06; C07D401-12; C07D403-12; C07D403-04; C07D401-06; 
C07D401-14; A61K031-517 
CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom)) 

Section cross-reference (s) : 1 
IT 287188-72-1P 287189-02-0P 287189-05-3P 287189-21-3P 287189-25-7P 

287192-33-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted bicyclic derivs . useful as anticancer agents) 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of substituted bicyclic derivs. useful as anticancer agents) 
IT 4187-86-4P, 1 -Pentyn- 3 -ol 7458-03-9P 16064-08-7P 20734-46-7P 

57385-16-7P 98556-31-1P 102520-97-8P 109608-77-7P 160127-75-3P 
160172-20-3P 171349-95-4P 191284-80-7P 255864-58-5P 275387-76-3P 
275387-83-2P 287192-74-9P 287192-75-0P 287192-77-2P 287192-78-3P 
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RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP 
(Preparation) ; RACT (Reactant or reagent) 

(preparation of substituted bicyclic derivs . useful as anticancer agents) 
IT 287192-33-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 
RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted bicyclic derivs. useful as anticancer agents) 
RN 287192-33-0 CAPLUS 

CN Acetamide, 2-chloro-N- [3- [4- [ (3 -methyl -4 -phenoxyphenyl ) amino] -6- 
quinazolinyl] -2-propynyl] - (9CI) (CA INDEX NAME) 



C1CH 2 - C- NH- CH 2 — 




OPh 



IT 287192-17-0P 287192-18-1P 287192-22-7P 
287192-25-0P 287192-26-1P 287192-27-2P 
287192-28-3P 287192-34-1P 287192-35-2P 
287192-36-3P 287192-37-4P 287192-50-1P 
287192-52-3P 287192-53-4P 287192-59-0P 
287192-60-3P 287192-61-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of substituted bicyclic derivs. useful as anticancer agents) 
RN 287192-17-0 CAPLUS 

CN Acetamide, N- [3- [4- [ (4 -phenoxyphenyl ) amino] -6 -quinazolinyl] -2-propynyl] - 
(9CI) (CA INDEX NAME) 



Searched by John DiNatale 571-272-2557 



Page 233 



Truong 10/821906 



01/20/2006 



AcNH- CH 2 - 




OPh 



RN 287192-18-1 CAPLUS 

CN Acetamide, N- [3- [4- [ (3 -chloro-4 -phenoxyphenyl) amino] -6-quinazolinyl] -2- 
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AB This invention relates to methods of making sesquisuccinate complexes of 
E-2-methoxy-N- (3- {4- [3 -methyl- 4- ( 6-methylpyridin-3- 

yloxy) phenylamino] quinazolin-6-yl } allyl) acetamide. A sesquisuccinate 
complex was prepared by the reaction of the above acetamide with succinic 
acid in acetone solution 
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AB The optimization of the synthesis of 6p- (hydroxymethyl ) sulbactam I is 

described. The primary challenge in this synthesis is the installation of 
the 6p-hydroxymethyl group with the proper stereochem. Engineering 
challenges associated with the addition of gaseous formaldehyde to a Grignard 
reagent at low temperature and a number of approaches to achieving the 

appropriate 

p-stereochem. are presented. The first step consisted of converting 
acid II (R = H) to the benzyl ester II (R = CH2Ph) (III) . m was then 
reacted with MeMgCl, HCHO, AcOH, and H3P04 to give the 
6p-hydroxymethyl-6a-bromo compound along with the 
6a-hydroxymethyl-6p-bromo and 6-bromo derivs . The desired 
6p-hydroxymethyl-6cc-bromo compound, with its impurities, was then 
hydrogenated to give I. I was then converted to its sodium salt and used 
in the large scale preparation of two prodrugs, e.g. 
thiaazabicyclo[3.2.0]heptanecarboxylate IV. 
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AB The synthesis of the anticancer compound 2-methoxy-N- ( 3- { 4 - [ 3~methyl-4- ( 6- 
methylpyridin-3-yloxy) phenylamino] quinazolin-6-yl } -E-allyl) acetarnide 
(CP-724,714) on mult i kilogram scale using several different synthetic 
routes is described. Application of the Sonogashira, Suzuki, and Heck 
couplings to this synthesis was investigated to identify a safe, 
environmentally friendly, and robust process for the production of this drug 
candidate. A convergent and selective synthesis of the candidate was 
identified which utilizes a Heck coupling of a protected allylamine to 
install the critical olefin. 
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AB Title compds. I (X = H, halo, alkyl, OH, alkoxy, etc.; Y = alkyl, 
substituted alkyl, etc.) are prepared by heating the corresponding 
1, 5-naphthyridine-3-carboxylic acid ester with a primary amine in a polar 
solvent such as DMF or dimethylsulf oxide . Thus, heating 
6-ethoxy-4-oxo-l, 4-dihydro-l, 5-naphthyridine-3-carboxylic acid Et ester 
with benzylamine in DMSO at 105-110° for 2-6 h gave, after 

filtration and crystallization, 67.5% N-benzyl-6-ethoxy-4-oxo-l , 4-dihydro-l , 5- 
naphthyridine-3-carboxamide . 
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AB The invention relates to a processes for preparing (phenylamino) quinazoline 
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derivs. of formula I [wherein: X is [CH (alkyl ) ] 1-3, (CH2)l-3, or 
[C(CH20H) (alkyl) ] 1-3, etc.; Rl, R4 , and R5 are independently selected from 
H or alkyl; R2 is 1-5 substituents ; R3 is 0-3 substituents selected from 
halogen, OH, alkyl, or CF3, etc.; R6 and R7 are independently selected 
from the group consisting of [C (H/alkyl/CH20H) (H/alkyl/CH20H) ] 1-3-O-alkyl 
and alkoxy, etc.], useful as antitumor agents {no biol. data). For 
instance, [ (aminoquinazolinyl ) allyl] acetamide derivative II [R8 = C(0)CH20Me] 
was prepared via aminoalkenylation of iodo (amino ) quinazoline derivative III by 
di-tert-Bu allylamine-N, N-dicarboxylate (example 3, 80% yield) and 
subsequent amidation of the obtained [ (aminoquinazolinyl ) allyl] amine 
derivative II (R8 = H) by methoxyacetyl chloride (example 6, 90-94% yield) . 
ICM C07D401-12 

28-16 (Heterocyclic Compounds (More Than One Hetero Atom) ) 
Section cross-reference ( s ) : 45 



REFERENCE COUNT: 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L4 7 ANSWER 6 OF 8 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2003: 973347 CAPLUS 
140:76686 

2-Methyltetrahydrof uran as an alternative to 
dichloromethane in 2-phase reactions 
Ripin, David H. Brown; Vetelino, 
Michael 

Chemical Research and Development, Pfizer Global 
Research Division, Pfizer Inc., Groton, CT, 06340, USA 
Synlett (2003), (15), 2353 
CODEN: SYNLES; ISSN: 0936-5214 
Georg Thieme Verlag 
Journal 
English 

CASREACT 140:76686 

2-Methyltetrahydrofuran (MTHF) proved to be a superior solvent to CH2C12 
in some 2-phase reactions from process and environmental perspectives. 
CC 21-2 (General Organic Chemistry) 

REFERENCE COUNT: 2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



AUTHOR (S) : 

CORPORATE SOURCE: 

SOURCE : 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) : 
AB 



L4 7 ANSWER 7 OF 8 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR (S) : 



CORPORATE SOURCE: 
SOURCE: 



PUBLISHER: 

DOCUMENT TYPE: 

LANGUAGE : 

OTHER SOURCE (S) : 

AB A scalable rou 
(3) is demonst 
safety issues 



CAPLUS COPYRIGHT 2006 ACS on STN 
2003:767339 CAPLUS 
140:4999 

Safety vs Efficiency in the Development of a 
High-Energy Compound 

Ruggeri, Sally Gut; Bill, David R. ; Bourassa, Dennis 
E.; Castaldi, Michael J.; Houck, Tim L.; Ripin, 
David H. Brovm; Wei, Lulin; Weston, 
Neil 

Chemical Research and Development, Pfizer Global 
Research Division, Pfizer Inc., Groton, CT, 06340, USA 
Organic Process Research & Development (2003), 7(6), 
1043-1047 

CODEN: OPRDFK; ISSN: 1083-6160 
American Chemical Society 
Journal 
English 

CASREACT 140:4999 
te to 5- (2-carboxy-pyridin-2-yloxy) -benz [1,2,5] oxadiazole 
rated. The synthesis was designed to minimize potential 
with a previously practiced route and, in particular, to 
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avoid the handling of 5-hydroxybenzof urazan, which was found to decompose 
with a large energy release at relatively low temps. The new route builds 
the benzofurazan moiety onto a nicotinonitrile core to avoid high-energy 
intermediates with low onset temps, of decomposition 
28-10 (Heterocyclic Compounds (More Than One Hetero Atom) ) 
Section cross-reference (s ) : 63 
REFERENCE COUNT: 5 THERE ARE 5 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



CC 



L4 7 ANSWER 8 OF 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) 



CORPORATE SOURCE: 
SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) 
GI 



CAPLUS COPYRIGHT 2006 ACS on STN 
2003:761612 CAPLUS 
139:397159 

Synthesis and Purification of 6-Ethoxy-4 -oxo-1, 4- 
dihydro-[l, 5] naphthyridine-3-carboxylic Acid 
Benzylamide 

Beaudin, Justin; Bourassa, Dennis E . ; Bowles, Paul; 
Castaldi, Michael J.; Clay, Ronald; Couturier, Michel 
A.; Karrick, Gregory; Makowski, Teresa W. ; McDermott, 
Ruth E.; Meltz, Clifford N . ; Meltz, Morgan; Phillips, 
James E.; Ragan, John A.; Ripin, David H . 
Brown; Singer, Robert A.; Tucker, John L. ; 
Wei , Lulin 

Chemical Research and Development, Pfizer Global 
Research Division, Pfizer Inc., Groton, CT, 06340, USA 
Organic Process Research & Development (2003), 7(6), 
873-878 

CODEN: OPRDFK; ISSN: 1083-6160 
American Chemical Society 
Journal 
English 

CASREACT 139:397159 



0 0 




NHCH2Ph 



H 



AB The synthesis of 6-ethoxy-4-oxo-l , 4-dihydro- [ 1 , 5 ] naphthyridine-3- 

carboxylic acid benzylamide (I) on multikilogram scale is described. The 
major challenge for the synthesis of this quinolone GABA partial agonist 
was in the isolation of product of acceptable purity for clin. studies due 
to the insoly. of this compound Also described are efforts to circumvent a 
high-temperature cyclization required for the synthesis of the quinolone ring 
system. 

CC 45-4 (Industrial Organic Chemicals, Leather, Fats, and Waxes) 

Section cross-reference ( s ) : 63 
REFERENCE COUNT: 8 THERE ARE 8 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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=> d his full 

(FILE 1 HOME 1 ENTERED AT 13:53:08 ON 20 JAN 2006) 

FILE 1 REGISTRY ' ENTERED AT 13:53:21 ON 20 JAN 2006 
LI STRUCTURE UPLOADED 

L2 0 SEA SSS SAM LI 

FILE ' STNGUIDE ' ENTERED AT 13:54:26 ON 20 JAN 2006 

FILE REGISTRY' ENTERED AT 13:57:31 ON 20 JAN 2006 ■ 
L3 STRUCTURE UPLOADED 

L4 0 SEA SSS SAM L3 

FILE 1 STNGUIDE ' ENTERED AT 14:00:54 ON 20 JAN 2006 

FILE 1 REGISTRY ' ENTERED AT 14:03:33 ON 20 JAN 2006 
L5 STRUCTURE UPLOADED 

L6 0 SEA SSS SAM L5 

FILE 'CASREACT 1 ENTERED AT 14:04:55 ON 20 JAN 2006 
L7 STRUCTURE UPLOADED 

L8 0 SEA SSS SAM L7 ( 0 REACTIONS) 

FILE 'STNGUIDE' ENTERED AT 14:05:36 ON 20 JAN 2006 

FILE 'CAPLUS' ENTERED AT 14:06:22 ON 20 JAN 2006 
E US2004-821906/APPS 
L9 1 SEA ABB=ON PLU=ON US2004-821906/AP 

SAVE TEMP L9 TRU906APP/A 
SEL RN 

FILE 'REGISTRY' ENTERED AT 14:06:59 ON 20 JAN 2006 
L10 14 SEA ABBON PLU=ON (106-95-6/BI OR 115269-99-3/BI OR 383430-52 

-2/BI OR 383432-38-0/BI OR 3834 32-65-3/BI OR 383433-12-3/BI OR 
383433-57-6/BI OR 38870-89-2/BI OR 4 8 6393-59-3/BI OR 51779-32-9 
/BI OR 537705-08-1/BI OR 537705-10-5/BI OR 778599-38-5/BI OR 
778599-39-6/BI) 
D SCA 

FILE 'CAPLUS' ENTERED AT 14:08:59 ON 20 JAN 2006 
D SCA L9 

FILE 'REGISTRY' ENTERED AT 14:13:19 ON 20 JAN 2006 
Lll STRUCTURE UPLOADED 

L12 16 SEA SSS SAM Lll 

D SCA 

FILE 'CAPLUS' ENTERED AT 14:14:38 ON 20 JAN 2006 
LI 3 4 SEA ABB=ON PLU=ON L12 

FILE 'CASREACT' ENTERED AT 14:15:43 ON 20 JAN 2006 
L*** DEL 0 S Lll SAM SSS 

FILE 'REGISTRY' ENTERED AT 14:16:23 ON 20 JAN 2006 

FILE 'CAPLUS' ENTERED AT 14:17:12 ON 20 JAN 2006 
L14 0 SEA ABB=ON PLU=ON ' L13 AND L9 
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FILE ' REGISTRY ' ENTERED AT 14:17:37 ON 20 JAN 2006 
D SCA L10 
355 SEA SSS FUL Lll 

FILE 'CAPLUS 1 ENTERED AT 14:18:28 ON 20 JAN 2006 
19 SEA ABB=ON PLU-ON LI 5 



01/20/2006 



FILE 'REGISTRY' ENTERED AT 14:19:09 ON 20 JAN 2006 
SAVE TEMP L15 TRU906STRD/A 

FILE ' STNGUIDE ' ENTERED AT 14:28:10 ON 20 JAN 2006 

FILE 'REGISTRY' ENTERED AT 14:29:15 ON 20 JAN 2006 
L17 0 SEA SUB-L15 SSS SAM L3 

L18 0 SEA SUB=L15 SSS FUL L3 

SAVE TEMP L18 TRU906STRB/A 

FILE 'CASREACT' ENTERED AT 14:31:52 ON 20 JAN 2006 
LI 9 0 SEA ABB-ON PLU=ON LI 5 /PRO 

FILE ' STNGUIDE ' ENTERED AT 14:32:47 ON 20 JAN 2006 

FILE ' CAPLUS 1 ENTERED AT 14:34:02 ON 20 JAN 2006 
L20 1 SEA ABB=ON PLU=ON LI 6 AND L9 

L21 16 SEA ABB=ON PLU-ON LI 5 /PREP 

FILE 'STNGUIDE' ENTERED AT 14:35:43 ON 20 JAN 2006 

FILE 1 CAPLUS 1 ENTERED AT 14:43:13 ON 20 JAN 2006 
SEL RN L21 

FILE ' REGISTRY 1 ENTERED AT 14:4 6:25 ON 20 JAN 2006 
DELETE SELECT 

FILE 'CAPLUS' ENTERED AT 14:46:54 ON 20 JAN 2006 
SEL RN L21 



FILE 'REGISTRY' ENTERED AT 14:47:04 ON 20 JAN 2006 
L22 999 SEA ABB=ON PLU=ON (383432-38-0/BI OR 98556-31-1/BI OR 

383430-52-2/BI OR 537705-06-9/BI OR 110-91-8/BI OR 137632-09-8/ 
BI OR 2450-71-7/BI OR 3834 32-27-7 /BI OR 383433-14-5/BI OR 
383434-29-5/BI OR 3834 34 -54-6/BI OR 38870-89-2/BI OR 383430-46- 
4/BI OR 383430-82-8/BI OR 38 34 32-25-5/BI OR 3834 32-65-3/BI OR 
383433-12-3/BI OR 383433-57-6/BI OR 537705-07-0/BI OR 537705-08 
-1/BI OR 537705-10-5/BI OR 202 197-2 6-0/BI OR 230955-75-6/BI OR 
287192-97-6/BI OR 287 1 93-30-0/BI OR 350-30-1/BI OR 383430-47-5/ 
BI OR 383430-49-7/BI OR 383430-50-0/BI OR 383430-51-1/BI OR 

383430- 53-3/BI OR 3834 30-54-4/BI OR 383430-55-5/BI OR 383430-69 
-1/BI OR 383430-73-7/BI OR 3834 30-77-1/BI OR 383431-07-0/BI OR 

383431- 08-1/BI OR 3834 31-09-2 /BI OR 383431-59-2/BI OR 383431-72 
-9/BI OR 383431-80-9/BI OR 383432-02-8/BI OR 383432-03-9/BI OR 

383432- 04-0/BI OR 3834 32-26-6/BI OR 383432-58-4 /BI OR 383432-63 
-1/BI OR 383432-72-2/BI OR 3834 33-03-2/BI OR 3834 33-08-7 /BI OR 

383433- 40-7/BI OR 3834 33-8 1-6/BI OR 3834 34 -51-3/BI OR 383434-53 
-5/BI OR 383434-56-8/BI OR 3834 34 -57-9/BI OR 537705-05-8/BI OR 
7458-03-9/BI OR 7 94 63-77-7 /BI OR 92136-39-5/BI OR 106-95-6/BI 
OR 1121-78-4/BI OR 115269-99-3/BI OR 16064-08-7/BI OR 178918-29 
-1/BI OR 179687-79-7/BI OR 17 9688-52-9/BI OR 17 9688-53-0/BI OR 
202197-31-7/BI OR 204 513-31-5/BI OR 31839-20-0/BI OR 31839-21-1 



Searched by John DiNatale 571-272-2557 



Page 2 



Truong 10/821906 01/20/2006 

/BI OR 3277-47-2/BI OR 3473-63-0/BI OR 3834 30-4 8-6/BI OR 
383430-56-6/BI OR 3834 30-57-7 /BI OR 3834 30-58-8 /BI OR 383430-59 
-9/BI OR 383430-60-2/BI OR 3834 30-61-3/BI OR 383430-62-4 /BI OR 
383430-63-5/BI OR 383430-64-6/BI OR 383430-65-7/BI OR 383430-66 
-8/BI OR 383430-67-9/BI OR 3834 30-68-0/BI OR 383430-70-4 /BI OR 
383430-71-5/BI OR 383430-72-6/BI OR 3834 30-74 -8/BI OR 383430-75 
-9/BI OR 383430-76-0/BI OR 3834 30-78-2/BI OR 383430-79-3/BI OR 
383430-80-6/BI OR 383430-81-7/BI OR 3834 30-83-9/BI OR 383430-84 
-0 

DELETE SELECT 

FILE 'CAPLUS' ENTERED AT 14:48:55 ON 20 JAN 2006 
D COST 

SEL RN L21 16 

FILE 'REGISTRY' ENTERED AT 14:49:54 ON 20 JAN 2006 
L23 500 SEA ABB=ON PLU=ON ( 102520-97-8/BI OR 108-95-2/BI OR 109608-77 

-7/BI OR 110-91-8/BI OR 120157-98-4 /BI OR 123-38-6/BI OR 
124-68-5/BI OR 12 4 400-52-8 /BI OR 134 575-17-0/BI OR 139-59-3/BI 
OR 160127-75-3/BI OR 160172-20-3/BI OR 16064-08-7/BI OR 
171178-48-6/BI OR 17134 9-95-4 /BI OR 17823-94-8/BI OR 18994-77-9 
/BI OR 191284-80-7/BI OR 199538-99-3/BI OR 20734-4 6-7/BI OR 
2450-71-7/BI OR 2558 64-58-5/BI OR 26807-73-8/BI OR 275387-76-3/ 
BI OR 275387-83-2/BI OR 287188-70-9/BI OR 287 188-7 1-0/BI OR 
287188-72-1/BI OR 287188-73-2/BI OR 287 188-74-3/BI OR 287188-75 
-4/BI OR 287188-76-5/BI OR 287188-77-6/BI OR 28 7 188-78-7 /BI OR 
287188-79-8/BI OR 287188-80-1/BI OR 287 188-82-3/BI OR 287188-83 
-4/BI OR 287188-84-5/BI OR 287 188-85- 6/BI OR 287 188-86-7 /BI OR 
287188-87-8/BI OR 287188-88-9/BI OR 287 188-8 9-0/BI OR 287188-90 
-3/BI OR 287188-91-4/BI OR 287 18 8- 92-5/BI OR 287 188-93-6/BI OR 

287188- 94-7/BI OR 287188-95-8/BI OR 287 188-96-9/BI OR 287188-97 
-0/BI OR 287188-98-1/BI OR 287 188-99-2/BI OR 28718 9-00-8/BI OR 

287189- 01-9/BI OR 287189-02-0/BI OR 287 18 9-03-1 /BI OR 287189-04 
-2/BI OR 287189-05-3/BI OR 287189-06-4 /BI OR 287 18 9-07-5/BI OR 
287189-08-6/BI OR 287189-09-7/BI OR 287189-10-0/BI OR 287189-11 
-1/BI OR 287189-12-2/BI OR 287189-13-3/BI OR 287 18 9-14-4 /BI OR 
287189-15-5/BI OR 28718 9-16-6/BI OR 287 18 9-17-7/BI OR 287189-18 
-8/BI OR 287189-19-9/BI OR 287189-21-3/BI OR 287189-23-5/BI OR 
287189-24-6/BI OR 287189-25-7/BI OR 287189-26-8/BI OR 287189-27 
-9/BI OR 287189-28-0/BI OR 28718 9-29-1/BI OR 287 189-30-4 /BI OR 
287189-31-5/BI OR 287189-32-6/BI OR 28718 9-33-7 /BI OR 287189-34 
-8/BI OR 287189-35-9/BI OR 287 18 9-36-0/BI OR 287 189-37-1 /BI OR 
287189-38-2/BI OR 287 18 9-39-3/BI OR 287 18 9-4 0-6/BI OR 287189-41 
-7/BI OR 287189-42-8/BI OR 287189-43-9/BI OR 28718 9-4 4 -0/BI OR 
287189-45-1/BI OR 287189-4 6-2/BI OR 287 18 9-4 7-3/BI OR 287189- 

L24 14 00 SEA ABB=ON PLU=ON L22 OR L23 

L25 1054 SEA ABB=ON PLU=ON L24 NOT L15 

FILE ' STNGUIDE ' ENTERED AT 14:53:39 ON 20 JAN 2006 

FILE 'REGISTRY' ENTERED AT 14:54:19 ON 20 JAN 2006 
E QUINAZOLINE/CN 
L26 1 SEA ABB=ON PLU=ON QUINAZOLINE/CN 

D RSD 
D SCA 

L27 88037 SEA ABB=ON PLU=ON 591 . 100 . 47/RID 

L28 780 SEA ABB=ON PLU=ON L25 AND L27 

FILE 'CAPLUS' ENTERED AT 14:56:14 ON 20 JAN 2006 
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FILE 'REGISTRY' ENTERED AT 14:56:36 ON 20 JAN 2006 
L29 1126 SEA ABB=ON PLU=ON L24 AND L27 

FILE 'CAPLUS' ENTERED AT 14:56:55 ON 20 JAN 2006 
L30 185 SEA ABB=ON PLU-ON L29 (L) (RACT OR RCT OR RGT) /RL 

L31 16 SEA ABB-ON PLU=ON L30 AND L21 

FILE 'REGISTRY' ENTERED AT 14:59:14 ON 20 JAN 2006 

L32 1082 SEA ABB=ON PLU-ON L29 AND C6/ES 
L33 4 49 SEA ABB-ON PLU=ON L32 AND A7/PG 

L34 320 SEA ABB=ON PLU=ON L33 NOT L15 

FILE ' STNGUIDE ' ENTERED AT 15:06:01 ON 20 JAN 2006 

FILE ' REGISTRY 1 ENTERED AT 15:16:24 ON 20 JAN 2006 
L35 STRUCTURE UPLOADED 

L36 1 SEA SSS SAM L35 

D SCA 

L37 2 SEA SUB=L24 SSS SAM L35 

D SCA 

L38 49 SEA SUB=L24 SSS FUL L35 

SAVE TEMP TRU906STRRCT/A L38 

FILE 'CAPLUS' ENTERED AT 15:18:50 ON 20 JAN 2006 
L39 27 SEA ABB=ON PLU=ON L38 (L) (RCT OR RGT OR RACT) /RL 

L4 0 13 SEA ABB=ON PLU=ON L39 AND L21 

FILE 'REGISTRY' ENTERED AT 15:20:25 ON 20 JAN 2006 

FILE 'CAPLUS' ENTERED AT 15:23:57 ON 20 JAN 2006 
D IBIB ABS HITIND HITSTR L40 1 

FILE 'REGISTRY' ENTERED AT 15:27:48 ON 20 JAN 2006 
D STAT QUE LI 8 

FILE 'CASREACT' ENTERED AT 15:29:37 ON 20 JAN 2006 
D STAT QUE LI 9 

FILE ' STNGUIDE ' ENTERED AT 15:31:26 ON 20 JAN 2006 

FILE 1 REGISTRY 1 ENTERED AT 15:33:28 ON 20 JAN 2006 

FILE 'CAPLUS' ENTERED AT 15:33:48 ON 20 JAN 2006 
D STAT QUE L4 0 

D IBIB ABS HITIND HITSTR L40 1-13 

FILE 1 BEILSTEIN ' ENTERED AT 15:36:26 ON 20 JAN 2006 
L41 0 SEA SSS FUL L3 

FILE 'BEILSTEIN' ENTERED AT 15:37:15 ON 20 JAN 2006 
D STAT QUE L41 

FILE 'MARPAT' ENTERED AT 15:40:05 ON 20 JAN 2006 

FILE 'CAPLUS' ENTERED AT 16:10:57 ON 20 JAN 2006 
L42 51 SEA ABB=ON PLU=ON RIPIN D?/AU 

L43 19 SEA ABB=ON PLU=ON VETELINO M?/AU 

L4 4 24 06 SEA ABB=ON PLU=ON WEI L?/AU 
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L45 



2 SEA ABB-ON PLU=ON L4 2 AND L4 3 AND L4 4 
D SCA TI 

8 SEA ABBON PLU=ON (L42 AND (L43 OR L44)) OR (L43 AND L44) 



L46 



FILE 'CAPLUS' ENTERED AT 16:12:47 ON 20 JAN 200 6 



D QUE L4 5 
D QUE L4 6 



L47 



8 SEA ABB=ON PLU=ON L4 5 OR L4 6 
D IBIB ABS HITIND L47 1-8 



FILE HOME 
FILE REGISTRY 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 18 JAN 2006 HIGHEST RN 872163-75-2 
DICTIONARY FILE UPDATES: 18 JAN 2006 HIGHEST RN 872163-75-2 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 

**************************************** 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http: //www . cas . org/ONLINE/UG/regprops . html 

FILE STNGUIDE 

FILE CONTAINS CURRENT INFORMATION. 

LAST RELOADED: Jan 13, 2006 (20060113/UP) . 

FILE CASREACT 

Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

FILE CONTENT : 184 0 - 15 Jan 2006 VOL 144 ISS 3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 
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******************************************************* 

* CASREACT now has more than 10 million reactions * 
******************************************************* 

Some CASREACT records are derived from the ZIC/VINITI database (1974-1991) 
provided by InfoChem, INPI data prior to 1986, and Biotransformations 
database compiled under the direction of Professor Dr. Klaus Kieslich. 

This file contains CAS Registry Numbers for easy and accurate substance 
identification. 

FILE CAPLUS 

Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 20 Jan 2006 VOL 144 ISS 5 
FILE LAST UPDATED: 19 Jan 2006 ( 20060119/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //www. cas . org/inf opolicy . html 

FILE BEILSTEIN 

FILE LAST UPDATED ON JANUARY 17, 2006 

FILE COVERS 1771 TO 2005. 
FILE CONTAINS 9,428,406 SUBSTANCES 

>>>PLEASE NOTE: Reaction Data and substance data are stored in 

separate documents and can not be searched together in one query. 
Reaction data for BEILSTEIN compounds may be displayed 
immediately with the display codes PRE (preparations) and REA 
(reactions) . A substance answer set retrieved after the search 
for a chemical name, a compounds with available reaction 
information by combining with PRE/FA, REA/FA or more generally 
with RX/FA. The BEILSTEIN Registry Number (BRN) is the link 
between a BEILSTEIN compound and belonging reactions. For mo 
detailed reaction searches BRNs can be searched as reaction 
partner BRNs Reactant BRN (RX.RBRN) or Product BRN (RX.PBRN).«< 

»> FOR SEARCHING PREPARATIONS SEE HELP PRE «< 

****** *********************************************** ********** 

* PLEASE NOTE THAT THERE ARE NO FORMATS FREE OF COST. * 

* SET NOTICE FEATURE: THE COST ESTIMATES CALCULATED FOR SET NOTICE * 

* ARE BASED ON THE HIGHEST PRICE CATEGORY. THEREFORE; THESE * 

* ESTIMATES MAY NOT REFLECT THE ACTUAL COSTS. * 
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* FOR PRICE INFORMATION SEE HELP COST * 

NEW 

* PATENT NUMBERS (PN) AND BABS ACCESSION NUMBERS (BABSAN) CAN NOW BE 
SEARCHED , SELECTED AND TRANSFERRED. 

* NEW DISPLAY FORMATS ALLREF , ALLP AND BABSAN SHOW ALL REFERENCES, 
ALL PATENT REFERENCES, OR ALL BABS ACCESSION NUMBERS FOR A 
COMPOUND AT A GLANCE. 

FILE MAR PAT 

FILE CONTENT: 1969-PRESENT (VOL 144 ISS 3 (20060116/ED) 

SOME MARPAT RECORDS ARE DERIVED FROM INPI DATA FOR 1969-1987 

MOST RECENT CITATIONS FOR PATENTS FROM FIVE MAJOR ISSUING AGENCIES 
(COVERAGE TO THESE DATES IS NOT COMPLETE) : 

US 6958359 25 OCT 2005 

DE 1020040544 27 OCT 2005 

EP 1589024 26 OCT 2005 

JP 2005320486 27 OCT 2005 

WO 2005110983 24 NOV 2005 

Expanded G-group definition display now available. 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 
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